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WHAT IS CLAIMED IS: 

1. A method for inhibiting jS-amyloid 'peptide release and/or its 
synthesis in a cell which method comprises administering to such a cell an 
amount of a compound or a mixture of compounds effective in inhibiting the 
cellular release and/or synthesis of jS-amyloid peptide wherein said compounds 
are represented by formula I: 



I 




wherein R l is selected from the group consisting of alkyl, alkenyl, 
alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic; 

R 2 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, aiyl, 
heteroaryl and heterocyclic; 

each R 3 is independently selected from the group consisting of hydrogen 
and methyl and R 3 together with R 4 can be fused to form a cyclic structure of 
from 3 to 8 atoms which is optionally fused with an aryl or heteroaryl group; 

each R 4 is independently selected from, the group consisting of hydrogen, 
alkyl, alkenyl, alkynyl, aryl, cycloalkyl, cycloalkenyl, heteroaryl, heterocyclic, 
substituted alkyl, substituted alkenyl and substituted* alkynyl; 

each R 5 is selected from hydrogen and methyl or together with R 4 forms 
a cycloalkyl group of from 3 to 6 carbon atoms; 

X is selected from the group consisting of -C(0)Y and -C(S)Y where Y 
is selected from the group consisting of ' 

(a) alkyl or cycloalkyl, 

(b) substituted alkyl with the proviso that the substitution on said 
substituted alkyl do not include a-haloalkyl, a-diazoalkyl, a-OC(0)alkyl, or 
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a-OC(0)aryl groups, 

(c) alkoxy or thioalkoxy, 

(d) substituted alkoxy or substituted thioalkoxy, 

(e) hydroxy, 
5 (f) aryl, 

(g) heteroaryl, 

(h) heterocyclic, 

.(i) -NR'R" where R' and R" are independently selected from hydrogen, 
alkyl, alkenyl, alkynyl, substituted alkyl, substituted alkenyl, substituted 

10 - - alkenyl, cycloalkyl, aryl, heteroaryl, heterocyclic, where one of R' or R" is 
hydroxy or alkoxy, and where R' and R" are joined to form a cyclic group 
haying from 2 to 8 carbon atoms optionally containing 1 to 2 additional . 
heteroatoms selected from oxygen, sulfur and nitrogen and optionally 
substituted with one or more alkyl, alkoxy or carboxylalkyl groups, 

15 Q) -NHSO r R 8 where R 8 is selected from alkyl, substituted alkyl, 

alkenyl, substituted alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic, 

(k) -NR*NR 10 R 10 where R 9 is hydrogen or alkyl/ and each R 10 is 
independently selected from hydrogen, alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, cycloalkyl, aryl, heteroaryl, heterocyclic, and 

20 (1) -ONR 9 [C(0)0],R^ where z is zero or one, R 9 and R 10 are as defined 

above; 

X can also be -CR 6 R 6 Y' where each R 6 is independently selected from 
the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl, aryl, , 
heteroaryl and heterocyclic and Y' is selected from the. group consisting of 

25 hydroxy 1, amino, thiol, alkoxy, substituted alkoxy, thioalkoxy, substituted 

thioalkoxy, -OC(0)R 7 , -SSR 7 , -SSC(0)R 7 where R 7 is selected from the group 
consisting of alkyl, substituted alkyl, cycloalkyl, aryl, heteroaryl and 
heterocyclic, 

X' is hydrogen,, hydroxy, or fluoro; 

30 X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 

group, 



10 
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Z is selected from the group consisting of a bond covalently Unking R 1 
to -CX'X"-, oxygen and sulfur; 

n is an integer equal to 1 or 2; and 
pharmaceutically acceptable salts thereof 
with the provisos that: 

A. when R 1 is phenyl or 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 

i? ; C _ H . (0H)CH3 ' Ri is ^ogen, X' and X" are hydrogen, Z is a bond, and I n 
is 1, then X is not -C(0)OH; 

B. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 4 is -CH(OH)CH 3 
derived from D-threonine, R 3 is hydrogen, X' and X" are hydrogen, Z is a 
bond, and n is 1, then X is not -C(0)OH or -C(0)OCH 3 ; 

C. when R l is phenyl, R 2 is methyl, R 4 is benzyl, R s is hydrogen, X is " 
methoxycarbonyl, X' and X\are hydrogen, Z is a bond, and n is 1, then R 3 is 
not methyl; 

15 D. when R' is wo-propyl, R 2 is -CH 2 C(0)NH 2 , R 3 is hydrogen, R 4 is 

iro-butyl, R 3 is hydrogen, X' and X" are hydrogen, Z is-a bond, and n is 1, 
then X is not -C(0)OCH 3 ; ' 

E. when R» is phenyl, R 2 is methyl, R. 3 is hydrogen, X is -CCO)OCH 3 , 
X' and X" are hydrogen, Z is a bond, and n is 1, then R 3 , the nitrogen atom 

20 attached to R 3 , and R 4 do not form l,2,3,4-tetrahydro/jo-quinolin-2-yl or 
pyrrolidine -yl; 

F. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
is -C(0)OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 
4-amino-/i-butyI; 

25 G. when R 1 is. 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 

-CH(OH)CH 3 , R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NH 2 or -CH 2 OH; 

H. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
is -CH 2 OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 

30 benzyl or ethyl; - * 



- 382 - 



I. when R 1 is 5,5-difluorophenyl, R 2 is methyl, R 3 is methyl, R 4 is 
methyl, R s is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -CHOH<£; 

J. when R 1 is 5,5-difluorophenyI, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R a is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -CHOH<£ or -CH 2 OH; ' 

K. when R, is W-(2-pyrrolidinonyl), R 2 is methyl, R 3 is hydrogen, R, is 
benzyl; R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -C(0)OCH 3 ; 

L. when R l is 3,5-difluoro'phenyl, R 2 is methyl derived from D-alanine, 
R 3 is hydrogen, R 4 is phenyl derived from D-phenylglycine, R 5 is hydrogen, X' 
and X" are hydrogen, Z is a bond, and n is 1, then X is not -C(0)NH-benzyl; 

M. when R 1 is J.5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
hydrogen, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is .1, 
then X is not -CH 2 OH; 

N. when R 1 is i.J-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
4-phenylphenyl, R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NHC(CH3) 3 ; and 

O. when R 1 is 5,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 5 is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -C(0)NHCH(CH 3 )<jS>. 

2. A method for preventing the onset of AD in a patient at risk for 
developing AD which method comprises administering to said patient a 
pharmaceutical composition comprising a pharmaceutically inert carrier and an 
effective amount of a compound or a mixture of compounds of formula I: 



I 
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wherein R l is selected from the group consisting of alkyl, alkenyl, 
alkynyl, cycloalkyi, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic; 

R 2 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl,. substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyi, aryl, 
heteroaryl and heterocyclic; 

each R 3 is independently selected from the group consisting of hydrogen 
and methyl and R 3 together with R 4 can be fused to form a cyclic structure of 
from 3 to 8 atoms which is optionally fused with an aryl or heteroaryl group; 

each R 4 is independently selected from the group consisting of hydrogen, 
alkyl, alkenyl, alkynyl, aryl, cycloalkyi, cycloalkenyl, heteroaryl, heterocyclic, 
substituted alkyl, substituted alkenyl and substituted alkynyl; 

each R 5 is selected from hydrogen and methyl or together with R 4 forms 
a cycloalkyr group of from 3 to 6 carbon atoms; 

X is selected from the group consisting of -C(0)Y and -C(S)Y where Y 
is selected from the group consisting of 

(a) alkyl or cycloalkyi, 

(b) substituted alkyl with the proviso that the substitution on said 
substituted alkyl do not include a-haloalkyl, ex-diazoalkyl, a-OC(0)alkyl, or 
a-OC(0)aryl groups, 

(c) alkoxy or thioalkoxy, 

(d) substituted alkoxy or substituted thioalkoxy, . 

(e) hydroxy, 

(f) aryl, 

(g) heteroaryl, 

(h) heterocyclic, 

(i) -NR'R" where -R' and R" are independently selected from hydrogen, 
alkyl, alkenyl, alkynyl, substituted alkyl, substituted alkenyl, substituted 
alkenyl, cycloalkyi, aryl, heteroaryl, heterocyclic, where one of R' or R" is 
hydroxy or alkoxy, and where R' and R" are joined to form a cyclic group 
having from 2 to 8 carbon atoms optionally containing 1 to 2 additional 
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heteroatoms selected from oxygen, sulfur and nitrogen and optionally 
substituted with one or more alkyl, alkoxy or carboxylalkyl groups, 

(j) -NHS0 2 -R s where R* is selected from alkyl, substituted alkyl, 
alkenyl, substituted alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic, 

(k) -NR 9 NR 10 R 10 where R' is hydrogen or alkyl, and each R 10 is 
independently selected from hydrogen, alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, cycloalkyl, aryl, . heteroaryl", heterocyclic, and 

.(1) -ONR 9 [C(0)0] z R 10 where z is zero or one, R 9 and R 10 are as defined 

above; 

X can also be -CR 6 R 4 Y' where each R 6 is independently selected from 
the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl, aryl, 
heteroaryl and heterocyclic and Y' is selected from the group consisting of 
hydroxyl, amino, thiol, alkoxy, substituted alkoxy, thioalkoxy, substituted 
thioalkoxy, -OC(0)R 7 , -SSR 7 , -SSC(0)R 7 where R 7 is selected from the group 
consisting of alkyl, substituted alkyl, cycloalkyl, aryl, heteroaryl and 
heterocyclic, 

X' is hydrogen, hydroxy, or fluoro; 

X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 

group, 

Z is selected from the group consisting of a bond covalently linking R 1 
to -CX'X"-, oxygen and sulfur; 

n is an integer equal to 1 or 2; and 
pharmaceutically acceptable salts thereof 
with the provisos that: 

A. when R 1 is phenyl or 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 
is -CH(OH)CH 3 , R 3 is hydrogen; X' and X" are hydrogen, Z is a bond, and n 
is 1, then X is not -C(0)OH; 

B. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 4 is -CH(OH)CH 3 
derived from D-threonine, R s is hydrogen, X' and X" are hydrogen, Z is a 
bond, and n is 1, then X is not -C(0)OH or -C(0)OCH 3 ; 
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C. when R 1 is phenyl, R 2 is methyl, R 4 is benzyl, R s is hydrogen, X is 
methoxycarbonyl, X' and X" are hydrogen, Z is a bond, and n is 1, then R 3 is 

, not methyl; 

D. when R l is wo-propyl, R 2 is -CH 2 C(0)NH 2 , R 3 is hydrogen, R 4 is 
tso-butyl, R s is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -C(0)OCH 3 ; 

E; when R 1 is phenyl, R 2 is methyl, R J is hydrogen, X is -C(0)OCH 3 , 
X' andX" are hydrogen, Z is a bond, and n is I, then R 3 , the nitrogen atom 
attached to R 3 , and R 4 do not form l,2,3,4-tetrahydro«o-quinolin-2-yl or 
_ pyrrolidin-2-yl; 

F. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 5 is hydrogen, X 
is -C(0)OCH 3 , X' and X" are hydrogen, Z is a bond, and nisi, then R 4 is"not 
4-amino-n-butyl; 

G. when R 1 is 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
-CH(OH)CH 3 , R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NH 2 or -CH 2 OH; 

H. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R J is hydrogen, X 
is -CH 2 OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 
benzyl or ethyl; 

I. when R 1 is 3 ,5 -difluoropheny 1 , R 2 is methyl, R 3 is methyl, R 4 is 
methyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -CHOH0; 

J. when R l is J,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 3 is hydrogen,. X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -CHOH<£ or -CH 2 OH; 

K. when R t is iV~-(2.-pyrrolidinonyl), R 2 is methyl, R 3 is hydrogen, R* is 
benzyl, R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -C(0)OCH 3 ; 

L. when R 1 is 3,5-difluorophenyl, R 2 is methyl derived from D-alanine, 
R 3 is hydrogen, R 4 is phenyl derived from D-phenylglycine, R 3 is hydrogen, X' 
and X" are hydrogen, Z is a bond, and n is 1, then X is not -C(0)NH-b'enzyl; 



M. when R l is J, J-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
hydrogen, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -CH 2 OH; 

N. when R 1 is 5,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is, 
4-phenylphenyl, R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C{Q)imC(CR^\ and 

O. when R l is 5,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl. derived from D-phenylglycine, R 4 is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -CCCONHCHCCEy^ 

3: A method for treating a patient with AD in order to inhibit further 
deterioration in the condition of that patient which method comprises 
administering to said patient a pharmaceutical composition comprising a 
pharmaceutically inert carrier and an effective amount of a compound or a 
mixture of compounds of formula I: 



I 




wherein R 1 is selected from the group consisting of alkyl, alkenyl, 
alkynyl, cycloalkyl, cycloalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryi and heterocyclic; 

R 2 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, aryl, 
heteroaryi and heterocyclic; 

each R 3 is independently selected from the group consisting of hydrogen 
and methyl and R 3 together with R 4 can be fused to form a cyclic structure of 
from 3 to 8 atoms which is optionally fused with an aryl or heteroaryi group; 



each R 4 is independently selected from the group consisting of hydrogen, 
alkyl, alkenyl, alkynyl, aryl, cycloalkyl, cycloalkenyl, heteroaryl, heterocycUc,' 
substituted alkyl, substituted alkenyl and substituted alkynyl; 

each R 3 is selected from hydrogen and methyl or together with R* forms 
a cycloalkyl group of from 3 to 6 carbon atoms; 

X is selected from the group consisting of -C(0)Y and -C(S)Y where Y 
is selected from the group consisting of 

.(a) alkyl or cycloalkyl, 

(b) substituted alkyl with the proviso that the substitution on said 

- substituted alkyl do not include a-haloalkyl, a-diazoalkyl, a-0C(O)alkyl, or 
a-0C(O)aryl groups, 

(c) alkoxy or thioalkoxy, 

(d) substituted alkoxy or substituted thioalkoxy, 

(e) hydroxy, • 

(f) aryl, 

(g) heteroaryl, 

(h) heterocyclic, 

(i) -NR'R" where R' and R" are independently selected from hydrogen, 
alkyl, alkenyl, alkynyl, substituted alkyl, substituted alkenyl, substituted 
alkenyl, cycloalkyl, aryl, heteroaryl, heterocycUc, where one of R' or R* is 
hydroxy or alkoxy, and where R' and R" are joined to form a cyclic group 
having from 2 to 8 carbon atoms optionally containing 1 to 2 additional 
heteroatoms selected from oxygen, sulfur and nitrogen and optionally 
substituted with one or more alkyl, alkoxy or carboxylalkyl groups, ' 

0) -NHSO r R 8 where R s is selected from alkyl, substituted alkyl, 
alkenyl, substituted alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic, ' 

(k) -NR 9 NR 10 R 10 where R 9 is hydrogen or alkyl, and each R 10 is 
independently selected from hydrogen, alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, cycloalkyl, aryl, heteroaryl, heterocycUc, and 

(I) -ONR'tCC^Oj.R 10 where z is zero or one, R 9 and R 10 are as defined 

above; 
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X can also be -CR«R«Y' where each R< is independently selected from 
the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl, aryl, 
heteroaryl and heterocyclic and Y' is selected from the group consisting of 
hydroxyl, amino, thiol, alkoxy, substituted alkoxy, thioalkoxy, substituted 
thioalkoxy, -OC(0)R 2 , -SSR 2 , -SSC(0)R 2 where R 7 is selected from the group 
consisting of alkyl, substituted alkyl, cycloalkyl, aryl, heteroaryl and 
heterocyclic, 

•X' is hydrogen, hydroxy, or fiuoro; 
X" is. hydrogen, hydroxy or fiuoro, or X' and X" together form an oxo 

-group, 

Z is selected from the group consisting of a bond covalently linking R 1 
to -CX'X"-, oxygen and sulfur; 

n is an integer equal to 1 or 2; and 
' pharmaceutically acceptable salts thereof 
with the provisos that: 

A. when R 1 is phenyl or 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 
is -CH(OH)CH 3 , R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and* 
is 1, then X is not -C(0)OH;. 

B. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 4 is -CH(OH)CH 3 
derived from D-threonine, R 5 is hydrogen, X' and X" are hydrogen, Z is a 
bond, and n is 1, then X is not -C(0)OH or -C(0)OCH 3 ; 

C. when R' is phenyl, R 2 is methyl, R 4 is benzyl, R 3 is hydrogen, X is 
methoxycarbonyl, X' and X" are hydrogen, Z is a bond, and n is 1, then R 3 is 
not methyl; 

D. when R 1 is wo-propyl, R 2 is -CH 2 C(0)NH 2 , R 3 is hydrogen, R 4 is 
wo-butyl, R J is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -C(0)OCH 3 ; 

E. when R' is phenyl, R 2 is methyl, R J is hydrogen, X is -C(0)OCH 3 , 
X' and X" are hydrogen, Z is a bond, and nisi, then R 3 , the nitrogen atom 
attached to R 3 , and R 4 do not form l,2,3,4-tetrahydrowo-quinolin-2-yl or 
pyrrolidin-2-yl; 



F. when R l is phenyl, R 2 is methyl, R 3 is hydrogen, R J is hydrogen, X 
is -C(0)OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 
4-amino-/i-butyl; . 

G. when R 1 is 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
-CH(OH)CH 3 , R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NH 2 or -CH 2 OH; 

H. when R" is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
is -CH 2 OCH 3 , X' and X" are hydrogen, Z is a bond, and nisi, then R 4 is not 
benzyl or ethyl; 

I. when R 1 is J,5-difluorophenyl, R 2 is methyl, R 3 is methyl, R 4 fs 
methyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -CHOH<£; 

J. when R 1 is J,J-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 5 is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -CHOH<£ or -CH 2 OH; 

K. when R, is #-(2-pyrrolidinonyl), R 2 is methyl, R 3 is hydrogen, R« is 
benzyl, R s is hydrogen, X' and X" are hydrogen, Z is a bond, and n is i, then 
X is not -C(O)0CH 3 ; 

L; when R l is 3,5-difluorophenyl, R 2 is methyl derived from D-alanine, 
R 3 is hydrogen, R 4 is phenyl derived from D-phenylglycine, R 3 is hydrogen, X' 
and X" are hydrogen, Z is a bond, and nisi, then X is not -C(0)NH-benzyl; 

M. when R l is 5,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
hydrogen, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -CH 2 OH; 

N. when R 1 is J,J-difiuorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
4-phenylphenyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -CCOJNHCCCH^; and 

O. when R 1 is i.J-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 3 is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -C(0)NHCH(CH 3 )<£. 
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4. The method according to Claim 1, 2 or 3 wherein R' is an 
unsubstituted aryl group and Z is a bond covalendy Unking R 1 to -CX'X"-. 

5. The method according to Claim 4 wherein the unsubstituted R 1 aryl 
group is selected from the group consisting of phenyl, 1-naphthyl and 

2- naphthyl. 

.6. The method according to Claim 1, 2 or 3 wherein R 1 is a substituted 
aryl group and Z is a bond covalently linking R l to -CX'X"-. 

7. The method according to Claim 6 wherein said substituted aryl group 
is a mono-substituted, di-substituted or tri-substituted phenyl group. 

8. The method according to Claim 7 wherein the substituted phenyl 
groups are selected from the group consisting of 4-fluorophenyl, 
4-chlorophenyl, 4-bromophenyl, 4-nitrophenyl, 4-methylphenyl, 3-methoxy- 
phenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 3-bromophenyl, 

3- thiomethoxyphenyI, 3-methylphenyl, 3-trifiuoromethylphenyl, 2-hydroxy- 
phenyl, 2-methylpheriyl, 2-fluorophenyl, 2-chlorophenyl, 3,4-di'fluorophenyl, 
2,3,4,5,6-pentafluorophenyI, 3,4-dibromophenyl, 3,4-dichlorophenyl, 3,4- 
methylene-dioxyphenyl, 3,5-difluorophenyl, 3,5-dichlorophenyl, 2,4- 
dichlorophenyl, and 2,5-difluorophenyl. 

9.. The method according to Claim 1, 2 or 3 wherein R 1 is an alkaryl 
group and Z is a bond covalently linking R 1 to -CX'X"-. 

10. The method according to Claim 9 wherein the R 1 alkaryl group is 
selected from the group consisting of benzyl, 2-phenyIethyl, and 3-phenyl-/i- 
propyl. 
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11. The methcxl according to Claim 1, 2 or 3 wherein R 1 is selected 
from the group consisting of alkyl, alkenyl, cycloalkyl and cycloalkenyl groups 
and Z is a bond covalently linking R 1 to -CX'X"-. 

12. The method according to Claim 11 wherein R l is alkyl: 
The method according to Claim 1 1 wherein R 1 is cycloalkyl. 
The method according to Claim 11 wherein R l is alkenyl. 

15. The method according to Claim 11 wherein R l is cycloalkenyl. 

16. The method according to Claim 11 wherein the R l alkyl, 
cycloalkyl, alkenyl and cycloalkenyl groups are selected from the group 
consisting of /ro-propyl, n-propyl, /z-butyl, iro-butyl, sec-butyl, rm-butyl, 
-CH 2 CH=CH 2 , -CH 2 CH=CH(CH 2 ) 4 CH 3> cyclopropyl, cyctobutyl, cyciohexyl, 
cyclopentyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, -CH 2 - 
cyclohexyl, -CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 -cyclobutyl, 
-CH 2 CH 2 -cyclohexyl, -CH 2 CH r cyclopentyl, aminomethyl, and N-tert- 
butoxycarbonylamino methyl . 

17. The method according to Claim 1, 2 or 3 wherein R 1 is selected 
from the group consisting of heteroaryl and substituted heteroaryl groups and Z 
is a bond covalendy. linking R l to -CX'X"-. 

. 18. The method according to Claim 17 wherein the R l heteroaryl and 
substituted heteroaryl groups are selected from the group consisting of pyrid-2- 
yl, pyrid-3-yl, pyrid-4-yl, fluoropyridyls (including 5-fluoropyrid-3-yl), 
chloropyridyls (including 5-chloropyrid-3-yl), thien-2 : yl, thien-3-yl, 
benzothiazol-4-yl, 2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran-2-yl, 
thionaphthen-2-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yl, 2- 



13. 
14. 
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(thiophenyl)thiophen-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl and 2-phenyloxazol-4-yl. 

19. The method according to Claim 1, 2 or 3 wherein R 2 is selected 
from the group consisting of alkyl, substituted alkyl, cycloalkyl, aryl, 
heteroaryl and heterocyclic. 

20. The method according to Claim 9 wherein R 2 is selected from the 
group consisting of methyl, ethyl, /z-propyl, iyo-propyl, /i-butyl, uo-butyl, sec- 

- butyl, phenyl, 4-fluorophenyl, 3,5-difluoro-phenyI, 4-methoxyphenyl, benzyl, 
cyclopropyl, cyclohexyl, cyclopentyl, cycloheptyl, thien-2-yl, thien-3-yl, 
-CH 2 CH 2 SCH 3 , -CH 2 OCH 2 <», -CH(CH3)OCH 2 <£, -CH(OH)CH 3 and -CH 2 OH. 

21. The method according to Claim 1, 2 or 3 wherein X' and X" are 
hydrogen and Z is a bond covalently linking R l to -CX'X"-. 

22. The method according to Claim 21 wherein R 3 is selected from the 
group consisting of hydrogen, methyl or together with R* and the nitrogen to 
which R 3 is attached forms pyrrolidin-2-yl, 2,3-dihydroindol-2-yl, piperidin-2- 
yl, 4-hydroxy-pyrrblidin-2-yl and l,2,3,4-tetrahydroisoquinolin-3-yl. 

23. The method according to Claim 1, 2 or 3 wherein R 4 substituents 
are selected from the group consisting of" hydrogen, methyl, ethyl, wo-propyl, 
/i-propyl, /i-butyl, ^c-butyl, /jo-butyl, cyclopentyl, cyclohexyl, allyl, /jo-but-2- 
enyl, 3-methyIpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 -indol-3-yl, 
phenyl, p-(phenyl)phenyi, /n-(phenyl)phenyl o-fludrophenyl, m-fluorophenyl, 
/>-fluoropheriyl, /7-bromophenyl, m-methoxyphenyl, /7-methoxyphenyl, 
phenethyl, benzyl, m-hydroxybenzyl, p-hydroxybenzyl, /7-nitrobenzyl, 
/n-trifluoromethylphenyl, p-(CH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 
^-(CH3)3COC(0)CH 2 0-benzyl, p-phenylphenyl, 3,5-difluorbphenyl, 



- 393 - 
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/>-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 4-(N-morpholino-CH 2 CH 2 0)- 
benzyl, -CH 2 CH 2 C(0)NH 2> -CH 2 -imidazol-4-yl, -CH 2 -(3-tetrahydrofuranyl), 
-CH 2 -thien-2-yl, -CH 2 -thiazol-4-yl, -CH 2 (l-methyl)cyclopropyl, -CH 2 -thien-3-yl, 
thien-3-yl, thien-2-yl, -CH 2 -C(0)0-r-butyl, -CH 2 -C(CH 3 ) 3 , -CH^CIiXCH.CH,),, 
2-methylcyclopentyl, -cyclohex-2-enyl, -CHCCHCCH^JCOOCH,, -(CH^CH,, 
-CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2) -CH 2 CH=CHCH 3 (cis and trans), 
-CH 2 OH,' -CH(OH)CH 3 , -CH(0-r-butyl)CH 3 , -CH 2 OCH 3 , -(CH^NH-Boc, 
-(CH^NH,, -(CH^NCCH^j, -CH 2 -pyridyl, pyridyl, -CH 2 -naphthyI, 
-CH 2 -(N-morpholino) , p-(N-morpholino-CH 2 CH 2 0)-benzyl, benzo[b]thiophen-2- 

-yl, benzo[b]thiophen-3-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, tetrazol-5-yl, 
5-chlorobenzo[b]thiophen-3-yI, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 -N-phthalimidyl, 2-methylthiazol-4-yl, and thieno[2,3-6]thiophen-2-yl, 
5-bromothien-2-yl, 4-bromothien-2-yl, 5-chlorothien-2-yl, 3-phenoxyphenyl, 
2-phenoxyphenyl, 4-ethylphenyl, 2-benzylphenyl, (4-ethylphenyl)phenyl, 4-rm- 
butylphenyl, 4-n-butylphenyl, o-(4-chlorophenoxy)phenyl, furan-2-yl, and 4-. 

phenylacetylenylphenyl. 

24. The method according to Claim 1, 2 or 3 wherein Z is a covalent 
bond linking R» to -CX'X"- and R 4 and R 3 are fused to form a cycloalkyl group 
selected from the group consisting of cyclopropyl and cyclobutyl. 

25. The method according to Claims 1, 2 or 3 wherein Z is a covalent 
bond linking R' to -CX'X"-, X is -C(0)Y and Y is selected from the group 
consisting of hydroxy, alkoxy or substituted alkoxy. 

26. The method according to Claim 25 wherein Y is alkoxy or 
substituted alkoxy selected from the group consisting of methoxy, ethoxy, 
/i-propoxy, iro-propoxy, /z-butoxy, iso-butoxy, rerr-butoxy, /ujo-pentoxy, 
benzyloxy, 2-phenylethoxy, 3-phenyl-n-propoxy, 3-iodo-/z-propoxy, 4-bromo-/i- 
butoxy, -ONHC(0)OC(CH 3 ) 3 , -ONHC(CH 3 ) 3 and hydroxy. 
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27. The method according to Claims 1, 2 or 3 wherein Z is a 
covalent bond linking R 1 to -CX'X"-, X is -C(0)Y and Y is -NR'R". 

28. The method according to Claim 27 wherein Y is selected from 
the group consisting of amino (-NHj), -NH(wo-butyl), -NH(^c-butyl), N- 

5 methylamino, N,N-dimethylamino, N-benzylamino, N-morpholino, azetidino, 
N-thiomorpholirio, N-piperidinyl, N-hexamethyleneimino, N-heptamethylene- 
imino,.N-pyrrolidinyl, -NH-methallyl, -NHCH 2 -(furan-2-yl), -NHCH 2 - 
cyclopropyl, -NH(rm-butyl), -NH(p-methylphenyl), -NHOCH 3 , -NHCH 2 (p- 
. - fluorophenyl), -NHCH 2 CH 2 OCH 3 , -NH-cyclopentyl, -NH-cyclohexyl, 

10 -NHCH 2 CH 2 N(CH 3 ) 2 , -NHCH 2 C(CH 3 ) 3 , -NHCH 2 -(pyrid-2-yl), -NHCH 2 -(pyrid- 
3-yl), -NHCH 2 -(pyrid-4-yl), N-thiazolindinyl, -N(CH 2 CH 2 CH.s) 2 , 
-N[CH 2 CH(CH 3 )J 2 , -NHOH, -NH(p-N(V<fO, -NHCH 2 (p-N0 2 -<£), -NHCH 2 (m- 
NOj-*), -N(CH 3 )OCH 3 , -N(CH 3 )CH 2 -<£, -HHCH 2 -(3,5-di-fluorophenyl), 
-NHCH 2 CH 2 F, -NHCH 2 (p-CH 3 0-<£), -NHCH 2 (/7r-CH 3 0-<?i)), -NHCH 2 (p-CF 3 -<^), 

15 -N(CH 3 )CH 2 CH 2 OCH 3 , -NHCH 2 CH 2 <£, -NHCH(CH 3 )<£, -NHCH 2 -(p-F-<£), 
-N(CH 3 )CH 2 CH 2 N(CH 3 ) 2 , -NHCH 2 -(tetrahydrofuran-2-yl), -NHCH 2 (p- 
trifluoromethylphenyl), -NHCH 2 C(CH 3 )=CH 2 , -NH-[(p-benzyl)pyrid-4-yl], 
-NH-[(2 J 6-dimethyl)pyrid-4-yl], -NH-(2-methylcyclohexyl), -NH-(4- 
methylcyclohexyl), -NH-[N-ethoxycarbonyl]-piperidin-4-yl, -NHOC(CH 3 ) 3 , 

20 -NHCH 2 CH 2 CH 2 CH 2 -</>, -C(O)NH(CH 2 ) 3 O-^CH 3 )0 J -C(0)NH(CH 2 ) 6 NH 2> 
-NH-(tetrahydrofuran-2-yl), -N(CH 3 )<£, -NH(CH 2 ) 4 NHC(0)-(2-hydroxy-4- 
azido)-phenyl and -NHCCH^a-Cbiotinamidyl). 

29. The method according to Claims 1, 2 or 3 wherein X is -C(0)Y 
and Y is selected from the group consisting of -CH 2 CH 2 CH 2 CH(CH 3 ) 2 , 

25 -CH 2 OH, -CH(OH)CH 2 CH 2 CH(CH 3 ) 2 , -CH(OH)<£, -CH(OH)CH 2 C(0)OCH 3 , . 
. -C(OH)(CH 3 ) 2 , -CH 2 OCH 3 , -CH 2 OC(O)0CH 3 , and -CH 2 OC(0)C(CH 3 ) 3) 
methyl, ethyl, wo-propyl, /i-propyl, wo-butyl, n-butyl, rcc^butyl, tert-butyl, 
-CH 2 CH 2 CH(CH 3 ) 2 , -CH 2 -pyridy-2-yl, -CH 2 -pyridy-3-yl, -CH 2 -pyridy-4-yl, . 
-CH 2 -fur-2-yl, -benzyl, cyclopentyl, phenyl, and -NH-S0 2 -CH 3 . 



30. The method according to Claims 1, 2 or 3 wherein Z is a 
covalent bond linking R 1 to -CX'X"-. 



31. The method according to Claims 1, 2 or 3 wherein the compound 
of formula I is selected from the group consisting of: 

N-[N-(3 ,5KlifluorophenyIacetyl)-L-alaninyl]-(S)-2-aminohexanoate methy 
ester 

M[iV-(3,5-difluorophenylacetyl)-L-alanmyl]-L-hisddine methyl ester 

iV-benzyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 

iV-2-(//,iV-dimethylamino)ethyl-iV'-[^-(3 > 5-difluorophenylacetyl)-L^ 
alaninyl]-(S)-2-aminohexariamide 

iV-(2-memoxyemyl)-iV'-[^-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 

iV , -2^iV J iV-dimemylamino)ethyl-iV'-[iY*-(3,5-difluorophenylacetyl)-L- 
alaninyl]-L-phenylalaninamide 

7/-(4-pyridyl)methyl-iV'-[iV-(3 > 5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

iV'-(3-pyridyl)methyl-iV''-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

iV-(4-pyridyl)methyl-iV.'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 

■ iV-CiV-CS.S-difluorophenylaeety^-L-alaninyll-CSj^-aminohexanoate tert- 
butyl ester 

iV-[iV-(pent-4-enoyl)-L-alaninyl]-L-phenylalanine methyl ester 

iV-[Ar-(dec-4-enoyl)-L-alaninyl]-L-phenylalanine methyl ester 

iV-f^-CS.S-difluorophenylacetyO-L-alaninyll-L-^-p-CiV.iV- 
dimethylamino)propoxy]phenylalanine methyl ester 

iV-[iy-(3,5-difluorophenylacetyl)-L'-alaninyl]-L-4-[(^/T- 
butyloxycarbonyl)methoxy]phenylalanine methyl ester 



^-[A^-(3,5-difluoropheny!acetyI)-L-alaninyl]-L-tyrosine methyl ester 

iV-|W-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4- 
(carboxymethoxy)phenylalanine methyl ester 

N-[N-(3 ,5nlifluorophenylacetyl)-L-alaninyl]-L-4-(2- 
morpholinoethoxy)phenylalanine methyl ester 

iV-[#-(3,5^ifluorophenylacetyl)^ ; . 

dimethylamino)hexanoate methyl ester 

N-[A^(3,5-difluorophenyIacetyl)-L-alaninyl]-(S)-2-amino-3-(2- 
pyridyl)propionate methyl ester 

W-[A43,5-difluorophenylacety^^ 
pyridyl)propionate methyl ester 

^[^-(S^-difluorophenylacety^-L-alaninylJ-L-prolin^ methyl ester 

1 -[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]piperidine-^ 
methyl ester 

A4AH3,5-difluorophenylacetyl)-L-^ 
pyridyl)propionate methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-3- 
methoxypropionate methyl ester 

. ^[iV-Ca^-difluorophenylacetyl^L-alanmyq^-amino-S- 
morpholinopropionate methyl ester 

. iV-(2-methoxyethyl)-//'-[A^(3,5^ifluorophenylacetyl)-L-al^ 
morpholinoethoxy)phenylalaninamide 

W-(2-methoxyethyl)-iV4iV-(3^^ 
amino-3-methoxypropionamide 

iV-[A^(3,5-difluorophenylacetyl)-L-alaninyl]glycine methyl ester 

iV-(2-methoxyethyl)-N / -[AT-(3,5-difluorophenylacetyl)-L-alank 
amino-3-(4-pyridyl)propionamide 

AT-(2-methoxyethyl)-A^'-[iV-(3,5-difluorophenylacetyl)-L^alaninyl]-2- 
amino-3-(2-pyridyl)propionamide 
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iV-[AK3,5-difluorophenylacetyl)^^ 
yl)propionate methyl ester 

2-[^-(3,5-<iifluorophenylacetyl)-L-alaninyl]-l,2,3,4- 
tetrahydroisoquinoline-3-carboxyIate methyl ester 

JV-(3-methoxybenzyl)^ 
phenylalaninamide 

^-[^-(3,5^ifluorophenylac^tyl)-L-alanijiyl]-(S)-2-amino-3- 
naphthyl)propionate methyl ester 

A^-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amin<>-3-(2- 
naphthyl)propionate methyl ester 

iV-[AH3 ,5-difluorophenylacetyl>^^ 
thienyl)propionate methyl ester 

tf-[iV-(3,5-difluorophenylac^ benzyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanine 3-bromo- 
propyl ester 

N-[N-(3 ,5-difluorophenylaGetyl)-L-alaninyl]-L-phenylalanine 3- 
ioddpropyl ester 

iV-[A^(3,5-difluorophenylacetyl)-L-alaninyl]-L-leucine terr-butyl ester 

iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(2- 
pyridyl)acetamide 

N '-[#-(3 ,5-difludrophenylacetyl)-L-alaninyl]-2-amino-2-(3- 
pyridyl)acetamide 

A4AK3,5^iifluorophenylacetyl)-L-alanm^ 
lysine methyl ester . 

methyl iV-[W-(3,5-difluorophenylacetyl)^ 
phenylbutanoate 

iV-[A^(3,5-difluorophenylacetyl)-L-alaninyl]glycine 2-phenylethyl ester 

//-[^-(S^-difluorophenylacety^-L-alaninyllglycine 3-phenylpropyl ester 

^'-[A^CS^-difluorophenylacety^-L-alaninyll^-amin^-C^ 
pyridyl)acetamide 
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iV-[iV-(phenylacetyl)-L-alaninyl]-L-threonine methyl ester 

iV'-[iV-(phenylacetyl)-L-alaninyl]-L-leucinamide 

iV'-[iV-(phenylacetyl)-L-alaninyl]-L-alaninamide 

iV'-[iV-(phenylacetyl)-L-aiani^^ 

iV'-[iV-(phenylacetyl)-L-alaninyl)-L-valinajnide 

AT-[A^(3,5Klifluorophenylacetyl)-L-alaninyl]-2-anim 
"ethyl ester 

N-metfiyl-iV'-[N-(phe^ 

iV,iV^methyl-iV'-[iy-(phenylacetyl^ 

N,N-dimethyl-N'-[iV-(phenylacetyl)-L-aIaninyl]-L-leud^ 

AT,jV-dimethyl-iV'-W 

N-methyl-iV'-[iV-(phenylacetyl)-L-alaninyl]-L-phe^ 

iV-methyl-N'-[N-(phenylacetyl)^^ 

iV-methyl-iV'-XiV-(3,5^fluorophenylace 
aminohexanamide 

i^iV-dimethyl-iV'-^ 
aminohexanamide 

iV / -[A^-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-aminohex^ 

' N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(3- 
methoxyphenyl)acetate methyl ester 

iV-[iV-(3 ,5-difluorophenylac^tyl)-L-alaninyl]-2-ainino-2-(4- 
methoxyphenyl)acetate methyl ester 

iV-[iV-(3,'5-difluorophenylace^ 
ethyl ester 

iV-[iV-(3,5-difluoropte^ 
ethyl ester 

N-[N-(cyclohexylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 



iV-[iV-(cyclopentylacetyl)-L-alMinyl]-L-phenylalanine methyl ester 
iV-[iV-(cyclohex-l^nyl^^ methyl ester 

iV4iV-(3 ,5rdifluorophenyl a ^^ 
carboxylate methyl ester 

#-2-(A^i\TKiimethyl^ ,5- 
difluorophenylaGetyl)-L-alaninyl]-L-alaninamide 

^-[Ar-(cycloprbpylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

N-[iV-(3,5-difluorophenylacetyl)-L-aJaninyl]glycine benzyl ester 

iV-[iV-(isovaleryl)-L-phenylglycinyl]-L-alanine ethyl ester 

iV-[A^(3-nitxophenylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

7V-[iV-(3-nitrophenyIacetyl)-L-alaninyl]-L-alanine ethyl ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]glycine ethyl ester 

iV4iydroxy-Ar'-[AK3-nitroph 

iV-[A^(isovaleryl)-L-phenylglycinyl]-L-alanine wo-butyl ester 

iV'-[A^(3-nitrophenylacetyl)-L-alaninyl]-2-amino-3-(3- 
hydroxyphenyl)propionate methyl ester 

A^CiV-CS-nitrophenylacety^-L-alaninylJ-L-tyrosine ethyl ester 

//-[iV--(isovaleryl)--L-isoleucinyl]-L-alanine /.jo-butyl ester 

A^iV-^-tisovaleryl)-^ iro-butyl 
ester 

iV-[iV-(isovaleryl)-L-phenyIalaiiinyl]-L-alanine wobutyl ester 

iV-[A r -(3,5-difluorophenylacetyl)-L-alaninyl]-L-alanine ethyl ester 

l-[iV-(3-nitxophenylacetyl)-L-alaninyl]-indoline-(S)-2 -carboxylate ethyl 
ester 

^-[^-(S^-difluorophenylacetylJ-L-al^inylJ-L-alajiinainide 
iV-methoxy-Ar-methyl-AfHN-(^ 
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^4^K34^ifluorophenylacetyl)-L-aIamnyl]-L-valiriamide 

iV-[iVK3,5-difluorophenyIacetyl)-L-alaninyl]-L-phenylalanin^ methyl ester 

^'-^-( 3 »5-difluorophenylacetyl)-L-^aninyl]:L-phenylaIaninamide " 
^o-butyl-iV'-[Ar-(isovaIeryl)-L-phenylgly^ . 

•tf-(fnitrobenzyl)-jVH^^ 

alaninamide . 
a(anlnSe henyl) "^ 

^-(4-nitrophenyl)-iV'-[iV-(3 ) 5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide ' " . 

^-benzyl-^-methyl-A^'-CiV-CS.S-difluorophenylacety^-L-alaninyll-L- 
alamnamide J J 

//-(^S-difluorobenzyO-^'-^-CS^-difluorophenylacetyO-L-alaninyn-L- 
alaninamide .. • 

iV-(3-nitrobenzyl)-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
alanmamide 

^-benzyl-iV'-[iV-(3,5-difIuorophenylacetyl)-L-alaninyl] : L-alaninamide ' 

W-(4-nitrobenzyl)-iV'-[iV-(3,5-difl U orophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

//-[iV-O.S-difluorophenylacety^-L-alaninyy-L-tryptophan methyl ester ' 
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* ^-(4-methoxybenzyl)-N'-[iV-(3,5-dinuorophenylacetyl)-L-alani^ . 
alaninamide * * 

iV-[^-(phenylacetyI)-L-phenylglycinyl]-L-alanine ethyl ester 

N-[N-[N-(3 ,5-difluorophenylaretyl)-L-alaninyl]-L-phenylalaninyl]-L- 
5 . phenylglycine methyl ester 

/V-[iV-(cyclohexylacetyl)-L-phenylglydnyl]-L-alanine ethyl ester 
iV-[AK3,5-difluoropheny^ methyl ester 

N-[N-(N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-alaninyl]-L- 
phenylglycine methyl ester 

10 iV-(2-phenylethyl)-iV , -[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 

alaninamide 

iV'-[i^(3,5^ifluorophenylax»tyl)-L-alani 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3- . 
cyclohexylpropionate methyl ester 

15 //-(2-meftoxyethyl)-i^ 

amino-3-(4-nitrophenyl)propionamide 

iV-ti^-(3-nitrophenyracetyl)-L-alaninyl]-L-serine ethyl ester 

^ iV-[(R)-a-methylbenzyl]-^ 
alaninamide 

20 i^(S)-a-methylbenzyl]-iV'^ 
alaninamide 

iV-(4-fluorobenzyl)-^'-[iV-(3 , 5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

^-(4-pyridylmethyl)-iV --[iV-(3 ,5-difluorophenylacetyl)-L-alaninyi]-L- 
25 alaninamide 

//-(4-ttifluoromethylbenzyl)-i^ 
L-alaninamide 

iV-[A^3 ,5niifluorophenylacetyl>^ 
ethyl ester 
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N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanine cert-butyl 
ester 

iy-[iV-(3 ,5-difluorophenyte 
methyl ester 

#-[iV-(3 ,5-difluoropheny^ 
ethyl ester 

iV-(2-methoxyethyl)-^ , -[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinajmide 

^-[N-CisovaJei^^-l-ajnino^-cyclohexylacetyll-L-alanine ethyl ester 

iV-2-(iV,/^-dimethylamino)etliyl-iV / -[>/-(3 ,5-difluorophenylacetyl)-L- 
alaninyl]-L-phenylglycinamide 

/^2-pyridylmethyl)-iST-[iV-(3,^ 
phenylglycinamide 

N-[iV-(3-pyridylacetyl)-L-alaninyl]-L-phenylalanine methyl ester . 

iV--[Ar-(2-pyridylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

//-[iV-C^pyridylacetylJ-L-alaninyll-L-phenylalanine methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(4- 
fluorophenyl)acetate ethyl ester 

iV-[A43;5niifluorophenylacetyl)-^^ 
fluorophenyl)acetate ethyl ester 

iV-[A^(3,5^ifluorophenylacetyl)-L-phenylglycinyl]-L-alan ethyl ester 

iV-[A^(3,5-difluorophenylacetyl)-L-alajiinyl]-2-aminc>-3^ 
phthalimidopropionate ethyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycine neopentyl 
ester 

N-tert-b\ityl-N '-[^/-(S^-difluorophenylacety^-L-alaninyll-L- 
phenylgiycinamide 

N-[iV-(3,5-difluorophenylacetyi)-L-alaninyl]-L-phenylglyc^ 
ester 
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^'-[^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycinamide 

4-[iV-[N-(3-iutrophenylacetyl)-L-^ 

■ iV-[iV-(3-nitrophenylacetyl)-L-alaninylI-L-vaIine ethyl ester 

iV-[iV-(3-rdtxophenylacetyl)-L-alaninyl]-L-threonine methyl ester 

5 N-[N-(3 ,5HJifluorophenylacetyl)-L-aJaninyl]-(S)-2 : ajninopentanoate 

methyl ester . 

'4-[iV-[AK3-nitrophenylacetyl)-L^ 
butoxybutyryl] morpholine 

4-[A^[iV-(3-nitrophenylacetyl)-L-alaninyl]-L4soleudnyl]morpholine 

10 iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-isoleucine methyl ester 

iV-[iV-(3-nitxophenylacetyl)-L-alahinyl]-L-isoleucine 

jV-[iV-[iV-(3-nitrophenyla^^ ethyl 
ester 

#-[#-(3-mtropheriylacety0 methyl 
15 ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-leucine methyl ester 
A^[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-leucine methyl ester 

iV-2-methoxyethyl-iV '-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

20 iV-2-(iV,iV-dimethylamino)ethyl-iV , -[iV-(3 ,5-difluorophenylacetyl)-L- 

alaninyl]-L-alaninamide 

iV-cyclohexyl-iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-alaninamide 
iV-neopentyl-iV'-[i^ 

AT-tetrahydrofurfuiyl-i^ 
25 alaninamide 

iV^-pyridylmethyl-tf'-C^ 
alaninamide 
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3-[iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-alaninyl] 

N-lN-0 ,5^ifluorophenylacetyl)-L-alaninyl>(S)-2-arninobutanoate methyl 
ester 

JV-[AK3-nitrophenylac^tyl)-L-^ methyl ester 

iV-(R)-j*c-butyl-iV'-[^ 
alaninamide 

1 -[iV-[iV-(3 ,5^ifluorophenylacetyl)-L-alaninyl]-L-alaninyl]pyrxolidine 

iV-(S)-rcc-butyl-iV-[A^@^ 
alaninamide 

iV-[/^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-valine methyl ester 

iV-2-fluoroethyl-A r '-[iV-(3 ;5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

A r -[(S)-6-methyl-3K)xohept-2-yl]-iV'-(34-difluorophenylacetyl)-L- 
alaninamide 

iV-4-nitrobenzyl-iV '-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminobutyramide 

iV^-nitrobenzyl-AT'-^ 
aminopentanamide 

iV-[iV-(3 3 5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(3- 
fluorophenyl)acetate methyl ester 

JV'-[//-(3 ,5-difluorophenylacetyl)^L-alaninyl]-(S)-2-amino-2-(2- 
thienyl)acetamide 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(5- 
chlorobenzothiophen-2-yl)acetate methyl ester 

jV-[iV-(3,5-difluoro 
yl)acetate ethyl ester 

iV-[iV-(3,5-difluorophenylacet^ 
yl)acetate methyl ester 

N-[N-(3 ,5-difluorophenylacel7l)-L-alaninyl]-2-amino-2-(2-thienyl)acetate 
methyl ester 
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AKAH3,5-difiuorophenylacetyl)^ 
yl)acetate ethyl ester 

iV-[AK3 ,5-difluoropheny to 
thienyl)acetate methyl ester 

N-[N-Q ,5Hdifluorophenylacetyl)-L-alaninyl]-(S)-2-amino-2-(2- 
thienyl)acetate re/T-butyl ester 

iV-[AK3,5-difluorophenylacety^^ 
thienyl)acetic acid 

iV-[iV-(3,5-difluqrophenylacetyl)-L-^^ 
yl)acetate methyl ester 

iV-[AK3,5-difluorophenylacetyl)-L^^ 
naphthyl)acetate methyl ester 

A^-[iV-(3,5-difluorophenylacetyl)-L-alajiinyl]-2-amino-2-(3- 
trifluoromethylphenyl)acetate methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(4,5,6,7- 
tetrahydrobenzothiophen-2-yl)acetate methyl ester - 

iV-[iV-(3,5-difluorophenyIacetyl)-L-alaninyl]-2-amino-2-(thieno[2 
Z?]thiophen-2-yl)acetate methyl ester 

iV-[A L (3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(2-methylthi^ 

4- yl)acetate methyl ester 

(3S ^S^A^iV-P ,5-difluorophenylac 

5- phenylpentanoate methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-aminohex^i-enoate 
methyl ester 

iV-[iV-(cyclopropylacetyl)-L-alaninyl]-L-phenylglycine terr-butyl ester 

iV-f£rr-butyl-iV'-[iV-(3,5^^^ 
(4-phenylphenyl)acetamide 

iV-[A^-(3,5-difluorophenyIacetyl)-(S)-2-aminobutanoyl]-L-phenylglycine 
te/T-Butyl Ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-valinyl]-L-phenylglycine f£/?-butyl 
ester ^ 
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iV-[iV-(3 ,5-difluorophenylacetyl)-L-methioninyl]-L-phenylglycine methyl 
ester 

JV-[iV-(3,5-difluorophenylace^ ester. 

N-[N-(3 ,5-difluorophenylacetyl)-2-ajninobutanoyl]-L-phenylglycine 
5 methyl ester 

iV-[iV-(3,5Hdifluorophenylacetyl)-^^ ester 

iV-[iV-(3 ,5niifluorophenylacety^^ 
'methyl ester 

iV-[N-(3,5-difluorophenylacetyl)glycinyl]-L-phenylglycine methyl ester 

10 7/-[iV-(3,5-difluorophenylacetyl)-L-phenyiglycinyl]-L-phenylglyc^ 
methyl ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-alarune methyl ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-leucine methyl ester 

iV-[iV-(phenylacetyl)-L-alaniriyl]-L-isoleucine methyl -ester 

15 ' ^-[^-(phenylacety^-L-alaninylJ-L-prpline methyl ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

' AT-[Ar-(phenylacetyl)-L-alanm^ 
ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-glycine methyl ester 
20 N-[iV-(phenylacetyl)-L-alaninyl]-L-valine methyl ester 

iV-[A^(phenylacetyl)-L-alaninyl]-(S)-2-aminobutanoate methyl ester 
iV-[A^(phenylacetyl)-L-alaninyl]-(S)-2-aininopenta^ methyl ester 
iV-[iV-(3-nitrophenylacetyl)-L-alaiiinyl]-L-valine 
A^-[iV-(phenylacetyl)-L-alaninyl]-L-iV-methylalanine methyl ester 
25 AT-[A^(isovaleryl) r L-phenylglycinyl]-L-alanine /jo-butyl ester 

N-[A^(isovaleryl)-L-isoleucinyl]-L-alanine ijo-butyl ester 



iV-Cyclohexyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

iV-[iV-(3 f 5^ifluorophenylacetyl)-L-alaninyl]-L^-hydroxyprolm ethyl 
ester 

iV-[AK3,5Hiifluorophenyla(^ty^^ methyl ester 

iV-[M(3,5-difiuorophenylacetyl)-L-alaninyl]-L-glut^ 

l-[iV-(3,5Hiifluorophenyiace 
methyl ester 

N-[(S)-3-hydroxy-6-methylhept-2-yl]-NX3,^^^ 
alaninamide 

N- [(S)-2-hy drdxy- 1 -pheny leth- 1 -yl]-N' -(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iy-[N-(3,5-difluorophenyl-a-fluoroacetyl)-L-alaniny]-L-phenylglycine 
rerr-butyl ester 

;V-[iV-(3,5Hiifluorophenylacety^ 
pheny Iglycine methyl ester 

iV-[(lR,2S)-l-hydroxy-l-phenylprop-^^^ 
' L-alaninamide 

i^[(lR,2S)-l-hydroxy-l,2-diphenyleth-2-yl]-N / -(3,5- 
difluorophenylacetyl)-L-alaninamide 

JV-[(1 S ,2R)- 1-hydroxy- 1 -phenylprop-2-yl]-iV'-(3 ,5-difluorophenylacetyl> 
L-alaninamide 

iV-2-methoxyethyl-A^'-[N-(3,5-difluorophenylacetyl)-L-daninyl]- 
glycinamide 

iV-[(S)-a-hydroxy-a-phenyl-fr^ 
alaninamide 

A^[(S)-2-hydroxy-l,2-diphenylethyl]-N'-(3,5-difluorophenylacetyl)-L- 
alaninamide 

Ar-[(S)-l-hydroxyhex-2-yl]-N'-(3,5-difluorophenylacetyl)-L-alardnamide 
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AHa-hydroxy-a'-^-hydro 
difluorophenylacetyl)-L-alaninamide 

iV-2-pyridylmethyl-N'-ttf-(3,5-difluoro^ 

. phenylalaninamide . . 

/^-[a-hydroxy-a'-pyrid-2-yiwjo-propyl^^ 
alaninamide 

#-[a-hydroxy-a^pyrid-4-yl-/^ 
alaninamide 

AT-[(S)-l-hydroxy-4-methylpent-2-yl]-N , -(3,5-difluorophenylacetyl)-L- 
alaninamide 

iV^[a-metfioxy-prop-2-yl]-N^^ 

iV-[l-hydroxy-3-methyl-but-2-y^ 
alaninamide 

iV-[jV-(3,5-difluorophenyte^ 
yl)acetate methyl ester 

AT-[ 1-hy droxy-prop-2-yl]-N' -(3 , 5-difluorophenylacetyl)-L-alaninamide 

iV-[(S)-2-methoxy-l-phenyleth-^^ 
alaninamide 

N-[(S)~ l-methoxy-2-phenyl-prop-2-yl]-N'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[(S)-l-acetoxyhex-2-yl]-N , -(3,5^ifluorophenylacetyl)-L-alaninamide 

;V-[(S)-l-(rm-butylcart^ 
L-alaninamide 

tf-[2-hydroxy-l-(thien-2-yl)e^ 
alaninamide 

/^[(S)-2-hydroxy-2-methyl-l-phenylprop-l-yl]-N'-(3,5- 
difluorophenylacetyl)-L-aJaninamide " 

iV-[iV-(3,5^ifluorophenylacetyl)-L-(thien-2-yl)glycinyl]-L-ph 
terr-butyl ester 

AT-[AK3 ,5-difluorophenylac^^ 



^-[iV-(cyclopropaneacetyl)-L-phenylglycinyl]-L-phenylglycino^ 

//-[^-(cyclopentaneacetyl)-L-phenylglycinyl]-L-phenylglycinol 

iV-[iV-(3,5_-difluorophenylacetyl)-D,L-phenylglycinyl]-D,L- 
phenylglycinamide 

iV-[iy-(3,5-difluorophenylacetyl)-D,L-^ 

A^-[iV-(2-thienylacetyl)-L-alaninyl]-L-phenylglycinamide 

"iV-[iV L (n-caprotyl)-L-alaninyl]-L-phenylglycinarnide 

iV-[iV-(3,5-difluorophenylacetyl)-L-norleucinyl]-L-phenyl^ methyl 
ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-norvalinyl]-L-phenylglycine methyl 
ester 

iV-[iV^(3,5-difluorophenylacetyl)-L-r6rr-leucinyl]-L-phenylglycin^ methyl 
ester , 

Ar-[JV-(3,5-difluorophenyIac^ methyl 
ester 

JV-[A43 ,5-difluoropheny^ 
methyl ester 

AT-[iV-(3 f 5-difluorophenylacety^^^ 
phenylglycine methyl ester 

N-[N-(3 ,5-difluorophenyIacetyl)-(S)-2-amino-2-(thien-3-yl)acetyl]-L- 
phenylglycine methyl ester 

iV^[iV-(3 ,5-difluoropheny to 
phenylglycine methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-(4-fluorophenyl)glycinyl]-L- - 
. phenylglycine methyl ester 

iV-[M(3,5-difluorophenylacetyl)-D-(4-fluorophenyl)glycinyl]-L- 
phenylglycine methyl ester 

N-IN-Q ,5-difluorophenylacety l)-L-(4-methoxyphenyl)glycinyl]-L- 
phenylglycine methyl ester 
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; -tfw.AiW,^v«v.r% - , is&jB*^ butyl ester 



10 



30 



^-(cydopropylacetyl)-L-phenylglycinyl]-L-phen 
^Wcyclopentylacetyl)-L-phenyIgly^ , m _ butyl 

2V-[iVK/e/r-butylacetyl).L-alaninyl]-L-phenylgly6inamiae - 

^^-butyl-^^[iV-ip,5-difluorophenyIacetyl)-L-alaninyl]-L-(5- ' 
bromothien-2-yl)glycinamide 

iV-^/T-butyl-iV'-[Ar-(3,5-difluorophenylacetyl)-L-alaninyll-D-f5- 
bromothien-2-yl)glycinamide 

iV-ferr-butyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-(4- 
bromothien-2-yl)glycinamide 

13 yl)glycinanude " 

iV-/e/T-butyl-iV'-|W-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D-(thien-2- 
yl)glycinamide 

iV-/e/t-butyl-iV^[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-(thi 
yl)glycinamide " 

20 ^^-butyl-iV'-^-CS^-difluorophenylacety^-L-alaninylJ-D-Cthien^- 
yl)glycinamide 

//-^Ar-butyl-iV'-CiV-CS.S-difluorophenylacety^-L-alaninyy-D- 
phenylglycinamide 

iV-fe/T-butyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
25 phenylglycinamide 

iV-re/r-butyl-iV'^iV-CS.S-difluorophenylacetyD-L-alaninyll-D.L-CS- 
chlorothien-2-yl)glycinamide 

A^-Cyclohexyl-iV'-[A^(3,5-difluorophenylacetyl)-L-alaninyl]-D-4- 
(phenyl)phenylglycinamide 



iV-/m-butyl-//'-[Ar-(3,5-difluorophenylacetyl)-L-aIaninyI]-L-3- 
(phenoxy)phenylglycinamide 



iV-(S)-(0-o<-methyibenzy^ 
D,L-phenylglycinamide 

iV-te/?-butyl-W'-[iV-(3,5-di^^ 
(phenyl)phenylglycinamide 

N-ten-butyl-N '-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4- 
(ethyl)phenylglycinamide 

//-te/r-butyl-iV'-[iV-(3 ,5-difluor6phenylacetyl)-L-aianinyl]-L-2- 
(phenyl)phenylglycinamide 

N-ten-butyl-N '-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-2- 
(benzyl)phenylglycinamide . 

#-rm-butyl-iV'-[W-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L-4- 
bromophenylglycinamide 

iV-rerr-butyl-N'-[iV-(3,5-difluoropheaylacetyl)-L-alaninyl]-L^ 
(cyclohexyl)phenylglycinamide 

N-tert-butyl-N -[iV-(3,5-difluorophenylacetyl)-L-alaniriyl]-L-4-(4- 
ethylphenyl)phenylglycinamide 

iV-te/T-butyl-A'H^-O^-difl^ 
butyl)phenylglycinamide 

A r -^rr-butyl-iV f -[iV , -(3,5-difluorophenylacetyl)-L-alanin 
chlorophenoxy)phenylglycinamide 

iVH3yclohexyl-iV'-[iV-(3,5-difluoro^ 
(phenyl)phenylglycinamide 

iV-[AK3 ,5-difluorophenyl-a-^ 
rerr-butyl ester 

iV-rm-butyl-iV'-[AK3,5Hiiflu^^ 
phenylglycinamide 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D-pheny Iglycine tert-butyl 
ester 

iV-[(S)-l-oxo- l-phenylprop-2-yl]-iV'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 
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.iV-[iV-(3,5Klifluorophenylacetyl)-L-alaninyq 
butyl ester 

[7V-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L- 
. phenylglycinyl]morpholine 

A L [iV-(3,5-difluorophenylacetyl)-L-alaninyl]-D,L-(2- 
methoxy)phenylglycine methyl ester 

N-W-Q ,5^ifluprophcnylacetyi)-L-alaninyl] 
butoxycaxbqnyl(hydroxyl amine) ester . 

iV-neopentyl-^'-[iV-(3,5-difluorophenylacetyD 
phenylglycinamide 

- tf-tetrahydrofurf^ 
phenylglycinamide 

tf-methoxy-i^-[>K3,5^inuoro^ 
phenylglycinamide 

[iV-[W-(3 ,5-difluorophenyIacetyI)-L-alaninyl]-D ,L- 
phenylglycinyl]azetidine 

N-iso-butyl-N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L- 
phenylglycinamide 

iV^yclopropanemethyl-Ar^ 
phenylglycinamide 

iV-medioxy-iV-meA 
phenylglycinamide 

iV-2-methylprop-2^nyl-Ar'-[A^ 
phenylglycinamide 

iV-(pyridO-yl)methyl-iV , -[iV r -(3,5^fluorophenylacetyO 
phenylglycinamide 

Ar-(pyrid-4-yl)methyl-#H^ . 
phenylglycinamide 

iV-furfliryl-//'-[iV-(3,5-difluorophenylacetyl)-L-al^ 
phenylglycinamide 
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#<yclopentyl-iV'-[^ 
phenylglycinamide 

AT-l-benzylpiperidin^-yl-W'-[W^ 
, D,L-phenylglycinamide 

5 A^,A r -dimethyl-A^'-[A r -(3^-difluorophenylacetyl)-L^ 
phenylglycinamide 

iV-2, 2 , 6, 6-tetramethylpiperidin-4-yl-AT / -[Ar-(3 ,5-difluorophenylacetyl)-L- 
alaninyl]-D,L-phenylglycinamide 

Af-2-metJiylcyclohexyl-N'-[A^^ 
10 phenylglycinamide 

iV^-methylcyclohexyl-iV'-[^ 
phenylglycinamide 

iV-l-ethoxycarbonylpiperidin-4-yl-iV -[^-(S^-difluorophenylacety^-L- 
alamnyl]-D,L-phenylglycinamide 

15 iV-methyWV -[A/'-CSjS-difluorophenylacety^-L-alaninyll-L- 

phenylglycinamide 

Af-re/T-butoxy-2V'-[iV-(3,5-difl^ 
phenylglycinamide 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-D,L-phenylglycine N-tert- 
20 butyl(hydroxylamine) ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycine hydrazide 

iV-(l-ethoxyethen-l-yl)-[iV -(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycine hydrazide . 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-phenylglycine re/t-butyl ester 

25 i\^-(phenyl)butyl-Af'-[iV-(S^^ 

phenylglycinamide v 

jV-!H4-iodophenoxy)propyl-//'-[^ 
L-phenylglycinamide 

iV-6-(amino)hexyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L- 
30 phenylglycinamide Hydrochloride 
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iV-l-(phthalimido)pent-2-yi-^ 

N-[N-(3 ,5-difluorophenylacetyl)-L-(3 ,5-difluorophenyl)glycinyl]-L-(3,5- 
difluorophenyl) glycine methyl ester 

iV-[iV-(3,5Klifluorophenylacetyl)-L-alaninyl]-L-norleucine 

5 iV-[iV-(cyclopentaneacetyl)-L-alajiinyl]-L-phenylglycine terr-butyl ester 

N-[N-(3 ,5^ifluorophenylacetyl)-I^-alaainyl]-L-^-fluorophenyrglycine iso- 
propyl ester 

iV-(isopropyl) N'-[N-(3 ,5-difliiorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

10 ^-[^-(cyclopentylacety^-L-alaninylJ-L-phenylalanine re/T-butyl ester 

iV-[iV-(cyclopropylacetyl)-L~alaninyl]-L-phenylalanine rerr-butyl ester 

Ar-[iV-(3,5-Difluorophenylacetyl)-L-alaninyl]-L-phenylglycine wo-butyl 
ester 

^[iV-(3,5-Difluorophenylacetyl)-L-alajiinyl]-D-phehylglyciiie methyl 
15 ester 

iV-[iV-(3,5-Difluorophenylace^ 
methyl ester 

iV-[jV-(3;5-Difluorophenyte^ methyl ester 

AT-[iV-(3,5-diflik>ropheriyl^^ 
20 chlorobenzothiophen-2-yl)acetate methyl ester 

A^[;yi(3 ? 5-difluorophenylacetyl)-^^ 
yl)prppionate te/T-butyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycinamide tert- 
butyl ester 

25 N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D-(thien-2-yl)glycinamide 

^[^.(S^-dichlorophenylacety^-L-alaninyll-D-phenylglycinamide 
N-[iV-(3-chlorophenylacetyl)-L-alaninyl]-D-phenylglycinamide 
N-[iV-(3-bromophenylacetyl)-L-alaninyl]-D-phenylglycinamide 



^-[^-(S-fluorophenylacetyO-L-alaninyll-D-phenylglycinamicle 
#i[tf-(4-fluorophenylacety0 

^[^-(S-methylphenylacetyO-L-alaninyll-D-phenylglycm 
^-[iV-(4-methylphenylacetyl)-L-alaninyl]-D-phenylglycinamid 
A^[N-(3-trifluoromethylphenylacetyl)-L-alaninyl]-D-phenylgl^ 
tf-[tf-(3-methoxyphenylace^ 

iV-[iV-(2Hchlorophenylacetyl)-L-alaninyl]-D-phenylglycinamide 

Af-[iV-( 1 -naphthylacetyl)-L-alaninyl]-D-phenylglycinamide 

iV-[iV-(2-naphthylacetyl)-L-alaninyl]-D-phenylglycinamide 

iV-[iV-(phenylacetyl)-L-alaninyl]-D-phenylglycinamide 

iV-[^-(3,5-difluorophenylacetyl)-L-aIaninyl]-D-phenylglycine 

N-{N-(3 ,5-difluorophenylacety l)-L-alaninyl]-D-phenylglycinamide 

A^'-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-2-(2- 
furanyl)acetamide 

N'-[iV-(3,5-difluorophenylacetyl)-D-alaninyl]-D-phenylglyciiiarnide 

N'-[N-(3 ,4-difluorophenylacetyl)-D-alaninyl]-D-phenylglycinamide 

N'-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanin-N- 
methylsulfonamide 

JV-methyl-iV"-phenyl-iV'-[W-(3,5-difluorophenylacetyl)-L-alaninyl]- 
glycinamide 

N"-methyl-iV"-phenyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

^'-[N-(3,5-difluorophenylacetyl)-L-methioninyl]-L-phenylglycinamide 

N"-methyl-iV"-benzyl-^'-[A' , -(3 > 5-difluorophenylacetyl)-L-aIaninyl]- 
glycinamide 



iV"-4-fluorobenzyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinairiide 

iV'-[iV'-(3,5-difluorophenylacetyl)-L-alaninyl]-L-(4-fludro)phenylglycine 
neopentyl ester 

N-[N-(2 ,3,4,5, 6-pentafluorophenylacetyl)-L-alaninyl]-L-(pyrid-3- 
yl)glycine methyl ester 

^.[^.(S^^nuorophenylacetyO-L-aianinyU-L-Cpyrid-S-y^glycinereTr- 
butyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-(0-benzyl)serinyI]-L-phenylglycine 
methyl ester . . 

Ar-[iV--(3,5-difluorophenylacetyl)-LKO-benzyl)mreoninyl]-L-phenylglycine 
methyl ester 

N-{N-(3 ,5rdifluorophenylacetyl)-L-threoninyl]-L-phenylglycine methyl 
ester 

iV-[A^(3,5-difluorophenylacetyl)-L-serinyl]-L-phenylglycine methyl ester 

iV"^-methylphenyl-tf '-IW-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

iV"-tetrahydrofurfuryl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

//'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-fluorophenyl- 
glycinamide 

iV'-[W-(3,5-difluorophenylacetyl)-L-methionyl]-L-phenylgiycinamide 

iV-[iV-(3,5-difluorophenylacetyl)-2-aminobutanoyl]-L-phenylglycmamide 

iV'-[N-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-L-phenylglycmamide 

iV-[N-(3,5-difluorophenylacetyl)-L-valinyl]-L-phenylglycinamide 

iV-[(R)-a-memylbenzyl]-//H^-(3,5-difluorophenylac«tyl)-L-alaninyl]-I 
phenylglycinamide 

iV-[l-phenyl-2-oxo-3-methylbutan-l-yl]-^'-(3,5-difluorophenylacetyl)-: 
alaninamide 



N-[l-phenyl-2-oxo-prop,an-l-yl]-iV'-(3,5-difluorophenylacetyl)-L- 
alaninamide . - 

N-[l-phenyl-2-oxo-pentan-l-yl]-iV'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

N-[l-phenyl-2-oxo-2-phenyl-ethan- 1 -y\]-N '-(3 ,5-difluorophenyl-acetyl)-L- 
alaninamide 

N-[l-phenyl-2-oxo-butan-l-yl]-iV'-(3,5-difluorophenyl-acetyl)-L- 
alaninamide 

N-[l-phenyl-2-oxo-4-methylpentan-l-yl]-N'-(3,5-difluorophenyl-acetyl)- 
L-alaninamide ; 

N'-[^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-a-hydroxyphenylalanine 
methyl ester 

iV''-[4-((2-hydroxy-4-azido)-phenyl)-NHG(0)-)butyl]N'-[iV-(3,5- 
difluc5rophenylacetyl)-L-alaiiinyl]-L-phenylglycinamide 

iV-[(S)-l-phenyl-2-oxo-2-phenyl-ethan-l-yl]-^'-(3,5-difluorophenyl- 
acetyl)-L-alaninamide 

N'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-fluorophenylglyeine 
ten-butyl ester 

iV'-[N"-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-phenylphenylglycine 
, tert-butyl ester 

[N-(3,5-difluorophenylacetyl)-L-alaninyl]-L-(2,3-benzo[b]proUne) methyl 
ester 

iV"-ferr-butyl-N'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-/i- 
butylphenylglycinamide 

iV"-ferr-butyi-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-D,L-4- 
(phenylacetenyl)phenylglycinamide 

N'-[^-(3,5Klifluorophenylacetyl)-L-alaninyl]-D,L-phenylglycinthioamide 

N-[l ,3-diphenyl-2-oxo-propan- l-yl]-N'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[l-phenyl-2-oxo-2-cyclopentylethan-l-yt]-iV'-(3,5- . 
difluorophenylacetyl)-L-alaninamide 
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iV-[ l-phenyl-2-oxo-hexanr l-yl]-iV'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

N-[ 1 -pheny l-2-oxo-3-methylpentan- 1 -yl]-W-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

5 iV'Vrc-hexyl-^biotinamidyl-Ar'-C^ 
D,L-phenylglycinthioamide 

iV'-[iV-(3,5-difluorop^^ 

>/'-[AT-(2-re/?-BOC-amino)pro^ methyl 
ester 

10 " AT'-ft?rr-butyl N -[AT-(3,5-difluorophenylacetyl)-L-alaninyl]-L-2- 

fluorophenylglycinajnide 

iV'-[A^(3,5-difluordphenylacetyi)-L-alaninyl]-D,L-2-phen^ 
ester 

N-[(S)- 1 -phenyl-2-oxo-3-pheny lpropan- l-yl]-iV'-(3 ,5- 
15 difluorophenylacetyl)-L-alaninamide 

N'-[N-(3 ,5-difluorophenylacetyl)-D ,L-thien-3-ylglycinyl]-D,L-2- 
phenylglycine 

iV'-[N-(3,5-difluorophenylacetyl)-D,L-thien-3-ylglycinyl]-D 
phenylglycine rerr-butyl ester 

20 iV'-[iV-(3,5-difluorophenylacetyl)-L-thien-3-ylglycinyl]-L-2-phenylglycine 

iV'-[iV-(3,5Klifluoro^ 

re/T-butyl ester .... .... 

W-[2-hydroxy-l-(S)phenyleth-l-yl]^^ 
phenylglycinyl]-L-alaninamide 

25 * tf-p-hydroxyeth-l-yl]-i^ 
phenylglycinamide 

N'-[N-(3 ,5-difluorophenyl-2-oxo-acetyl)-L-alaninyl]-L-2-phenyIglycine 
rerr-butyl ester 

[iV-(2,5-dichlorophenoxyacetyl)-L-alaninyl]-L-phenylglycine methyl ester 
30. / [iV-(3>difluorophenoxyacetyl)-L-^ 



[iV-(3,4-dichlorothiophenoxyacetyl)-L-aIaninyl]-L-phenylglycine methyl 



ester 



[2V-(3-aminoproprionyl)-L-alaninyl]-L-phenylglycine ferr-butyl ester; and- 

[iV-(3-^rT-butpxycarfao.nylamino)propionyl)-L-alaninyl]-L-phenylglycijie 
rerr-butyl ester. 



32. A pharmaceutical composidonn comprising a pharmaceudcally inert 
carrier and pharmaceudcally effective amount of a compound of formula I: 

X' X" Q R4 RS 

o 




I 

R2 . R 3 




wherein R* is selected from the group consisting of alkyl, alkenyl, 
alkynyl, cycloalkyl, cycioalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic; 

R 2 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, aryl, 
heteroaryl and heterocyclic; 

each R 3 is independentiy selected from the group consisting of hydrogen 
and methyl and R 3 together with R 4 can be .fused to form a cyclic structure of 
from 3 to 8 atoms which is optionally fused with an aryl or heteroaryl group; 

each R 4 is independentiy selected from the group consisting of hydrogen, 
alkyl, alkenyl, alkynyl, aryl, cycloalkyl, cycioalkenyl, heteroaryl, heterocyclic, 
substituted alkyl, substituted alkenyl and substituted alkynyl; 

each R J is selected from hydrogen and methyl or together with R 4 forms 
a cycloalkyl group of from 3 to 6 carbon atoms; 

X is selected from the group consisting of -C(0)Y and -C(S)Y where Y 
is selected from the group consisting of. 
(a) alkyl or cycloalkyl, 
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(b) substituted alkyl with the proviso that the substitution on said 
substituted alkyl do not include a-haloalkyl,.a-diazoalkyl, a-OC(0)aikyl, or 
a-OC(0)aryl groups, • 

(c) alkoxy or thioalkoxy, 

5 (d) substituted alkoxy or substituted thioalkoxy, 

(e) hydroxy, 

(f) aryl, 

<g) heteroaryl, 
(h) heterocyclic, 

10 - - (i) -NR'R" where R' and R" are independently selected from hydrogen, 

alkyl, alkenyl, alky nyl, substituted alkyl, substituted alkenyl, substituted 
alkenyl, cycloalkyl, aryl, heteroaryl, heterocyclic, where one of R' or R" is 
hydroxy or alkoxy, and where R' and R" are joined to form a cyclic group 
having from 2 to 8 carbon atoms optionally containing 1 to 2 additional 
15 heteroatoms selected from oxygen, sulfur and nitrogen and optionally 
substituted with one or. more alkyl, alkoxy or carboxylalkyl groups, 

(j) -NHS0 2 -R 8 where R 8 is selected from alkyl, substituted alkyl, 
alkenyl, substituted alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic, 
(k) -NR*NR I0 R 10 where R 9 is hydrogen or alkyl, and each R 10 is 
20 independently selected from hydrogen, alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, cycloalkyl, aryl, heteroaryl, heterocyclic, and 

(1) -ONR'IC^CrijR 10 where z is zero or one, R 9 and R 10 are as defined 

above; 

X can also be -CR 6 R 6 Y' where each R 6 is independently selected from 
25 the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl, aryl, • 
heteroaryl and heterocyclic and Y' is selected from the group consisting of 
hydroxyl, amino, thiol, alkoxy, substituted alkoxy, thioalkoxy, substituted 
thioalkoxy, -OC(0)R 7 , -SSR 7 , -SSC(0)R 7 where R 7 is selected from the group 
consisting of alkyl, substituted alkyl, cycloalkyl, aryl, heteroaryl and 
30 heterocyclic, 

X' is hydrogen, hydroxy, or fluoro; 
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X" is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 

group, 

Z is selected from the group consisting of a bond covalently linking R l 
to -OCX"-, oxygen and sulfur; 
5 n is an integer equal to 1 or 2; and 

pharmaceutical^ acceptable salts thereof 
with the provisos that: 

A. when R 1 is phenyl or 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 
is -CH(OH)CH 3 , R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n 

10 ; -is 1, then X is not -C(0)OH; 

B. when R l is phenyl, R 2 is methyl, R 3 is hydrogen, R 4 is -CH(OH)CH 3 
derived from D-threonine, R 5 is hydrogen, X' and X" are hydrogen, Z is a 
bond, and n is 1, then X is not -C(0)OH or -C(0)OCH 3 ; 

C. when R 1 is phenyl, R 2 is methyl, R 4 is benzyl, R 5 is hydrogen, X is 
15 methoxycarbonyl, X' and X" are hydrogen, Z is a bond, and n is 1, then R 3 is 

not methyl; 

D. when R 1 is ijo-propyl, R 2 is -CH 2 C(0)NH 2 , R 3 is hydrogen, R 4 is 
ko-butyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -C(0)OCH 3 ; 

20 E. when R l is phenyl, R 2 is methyl, R 5 is hydrogen, X is -C(0)OCH 3 , 

X' and X" are hydrogen, Z is a bond, and n is 1, then R 3 , the nitrogen atom 
attached to R 3 , and R 4 do not form l,2,3,4-tetrahydrowo-quinolin-2-yl or 
pyrrolidin-2-yl; 

F. when R l is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
25 is -C(0)OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 

4-amino-/z-butyl; - 

G. when R 1 is 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
-CH(OH)CH 3 , R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(d)NH 2 or -CH 7 OH; 
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H. when R l is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
is -CH 2 OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 
benzyl or ethyl; 

I. when R 1 is J,5-difluorophenyl, R 2 is methyl, R 3 is methyl, R 4 is 

5 methyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -CHOH<£; 

J. when R 1 is 5,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is . 
phenyl derived from D-phenylglycine, R 5 is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -CHOH<£ or -CH 2 OH; 
10 - K. when R, is iV-(2-pyrrolidinonyl), Rj is" methyl, R 3 is hydrogen t Rj is 

benzyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond,, and n is 1, then 
X is not -C(0)OCH 3 ; . 

L, when R 1 is 3,5-difluorophenyl, R 2 is methyl derived from D-alanine, 
R 3 is hydrogen, R 4 is phenyl derived from D-phenylglycine, R 5 is hydrogen, X' 
15 and X" are hydrogen, Z is a bond, and n is 1, then X is not -C(0)NH-benzyl; 

M. when R 1 is J,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
hydrogen, R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -CH 2 OH; 

N. when R l is J.J-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
20 4-phenylphenyl, R 5 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NHC(CHj) 3 ; and 

O. when R 1 is 5,5-difluorophenylj RMs methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 3 is hydrogen, X' and X" are 
• hydrogen, Z is a bond, and nis 1, then X is not -C(0)NHCH(CH 3 )<£. 

25 33. The pharmaceutical composition according to Claim 32 wherein R 1 

is an unsubstituted aryl group and Z is a bond covalently linking R 1 to 
-CX'X"-. 

34. The pharmaceutical composition according to Claim 33 wherein the 
unsubstituted R 1 aryl group is selected from the group consisting of phenyl, 
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1-naphthyl and 2-naphthyl. 



35. The pharmaceutical composition according to Claim 32 wherein R 1 
is a substituted aryi group and Z is a bond covalently linking R 1 to -CX'X"-. 

36. The pharmaceutical composition according to Claim 35 wherein 
said substituted aryl group is a mono-substituted, di-substituted or tri-substituted 
phenyl *group. 

37. * The pharmaceutical composition according to Claim 36 wherein the 
substituted phenyl groups are selected from the group consisting of 4- 
fluorophenyl, 4-chlorophenyi, 4-bromophenyl, 4-nitrophenyl, 4-methylphenyl, 
3-methoxy-phenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 3- 
bromophenyl, 3-thiomethoxyphenyl, 3-methylphenyi, 3-trifluoromethylphenyl, 
2-hydroxy-phenyl, 2-methylphenyl, 2-fluorophenyl, 2-chlorophenyl, 3,4- 
difluorophenyl, 2,3,4,5,6-pentafluorophenyl, 3,4-dibromophenyl, 3,4- 
dichlorophenyl, 3,4-methylene-dioxyphenyl, 3,5-difluorophenyl, 3,5- 
dichlorophenyl, 2,4-dichlorophenyl, and 2,5-difluorophenyl. 

38. The pharmaceutical composition according to Claim 32 wherein R l 
is an alkaryl group and Z is a bond covalendy linking R 1 to -CX'X"-. 

39. The pharmaceutical composition according to Claim 38 wherein the 
R l alkaryl group is selected from the group consisting of benzyl, 2-phenylethyl, 
and 3-phenyl-/i-propyl. 

40. The pharmaceutical composition according to Claim 32 wherein 
is selected from the group consisting of alkyl, alkenyl, cycloalkyl and 
cycloalkenyl groups and Z is a bond covalendy linking R l to -CX'X"-. 
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41. The pharmaceutical composition according to Claim 40 wherein R 1 
is alkyl. 

42. The pharmaceutical composition according to Claim 40 wherein R l 
is cycloalkyl. 

5 43, The pharmaceutical composition according to Claim 40 wherein R l 

is alkenyl. 

44. The pharmaceutical composition according to Claim 40 wherein R 1 
is cycloalkenyL 

45. The pharmaceutical composition according to Claim 40 wherein the 
10 R 1 alkyl, cycloalkyl, alkenyl and cycloalkenyl groups are selected from the 

group consisting of wo-propyl, /z-propyl, n-butyl, iio-butyl, jec-butyl, ten- 
butyl, -CH 2 CH = CH 2 , -CH 2 CH = CH(CH 2 ) 4 CH 3 , cyclopropyl, cyclobutyl, 
cyclohexyl, cyclopentyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 -cyclobutyl, 
-CH 2 -cyclohexyl, -CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 - 
15 cyclobutyl, -CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, aminomethyl, and 
N-re/T-butoxycarbonylaminomethyl. 

46. The pharmaceutical composition according to Claim 32 wherein R l 
is selected from the group consisting of heteroaryl and substituted heteroaryl 
groups and Z is a bond covalently linking R 1 to -CX'X"-. 

20 47. The pharmaceutical composition according to Claim 46 wherein the 

R l heteroaryl and substituted heteroaryl groups are selected from the group 
consisting of pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, fluoropyridyls (including 5- 
fluoropyrid-3-yl), chloropyridyls (including 5-chloropyrid-3-yl), thien-2-yl, 
thien-3-yl, benzothiazoi-4-yl, 2-phenylbenzoxazol-5-yl, furan-2-yl, benzofuran- 

25 2-yl, thionaphthen-2-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yl, 2- 



(thiophenyl)thiophen-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyi- 1,2,4- 
thiooxadiazol-5-yl and 2-phenyloxazol-4-yl. 

48. The pharmaceutical composition according to Claim 32 wherein R : 
is selected from the group consisting of alkyl, substituted alkyl, cycloalkyl, 
aryl, heteroaryl and heterocyclic. 

♦49. The pharmaceutical composition according to Claim 48 wherein R 2 
is selected from the group consisting of methyl, ethyl, /z-propyl, fjo-propyl, 
- n-butyl, tfo-butyl, sec-butyl, phenyl, 4-fluorophenyl, 3,5-difIuoro-phenyl, 
4-methoxyphenyl, benzyl, cyclopropyl, cyclohexyl, cyclopentyl, cycloheptyl, 
thien-2-yl, thien-3-yl, -CH2CH2SCH3, -CH 2 OCH 2 <£, -CH(CH 3 )OCH 2 4>, 
-CH(OH)CH 3 and -CH 2 OH. 

50. The pharmaceutical composition according to Claim 32 wherein X' 
and X" are hydrogen and Z is a bond covalently linking R 1 to 

-CX'X"-. 

51. The pharmaceutical composition according to Claim 50 wherein R 3 
is selected from the group consisting of hydrogen, methyl or together with R 4 
and the nitrogen to which R 3 is attached forms pyrrolidin-2-yi, 2,3- 
dihydroindol-2-yl, piperidin-2-yl, 4-hydroxy-pyrrolidin-2-yl and 1,2,3,4- 
tetrahydroisoquinolin-3-yl. 

52. The pharmaceutical composition according to Claim 32 wherein R 
substituents are selected from the group consisting of hydrogen, methyl, ethyl, 
wo-propyl, /z-propyl, n-butyl, sec-butyl, wo-butyl, cyclopentyl, cyclohexyl, 
allyl, wo-but-2-enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 
indol-3-yl, phenyl, p-(phenyl)phenyl, m-(phenyl)phenyl, 

o-fluorophenyl, m-fluorophenyl, p-fluorophenyl, p-bromophenyl, 
m-methoxyphenyl, /?-methoxyphenyl, phenethyl, benzyl, m-hydroxy benzyl, - 



-426 - 



/7-hydroxybenzyl, /?-nitrobenzyl, m-trifiuoromethylphenyl, 
^-(eH3) 2 NCH 2 CH 2 CH 2 0-benzyl,/7-(CH 3 ) 3 COC(0)CH 2 0-benzyl, 
/7-phenylphenyl, 3,5-difluorophenyl, p-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6- 
yl, 4-(N-morphotinq-CH 2 CH 2 0)-benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4- 

5 yl, -CH 2 -(3-tetrahydrofuranyl), -CH 2 -thien-2-yl, -CH 2 -thiazol-4-yl, -CH 2 (1- 
methyl)cyclopropyl, -CH 2 -thien-3-yl, thien-3-yl, thien-2-yl, -CH 2 -C(0)O-(- 
butyl, -CH 2 -C(CH 3 ) 3 , -CH 2 CH(CH 2 CH 3 ) 2 , 2-methylcyclopentyl, -cyclohex-2- 
enyl, -CH[CH(CH 3 )JCOOCH 3> -(CH^SCH,, -CH 2 CH 2 N(CH 3 ) 2 , 
-CH 2 C(CH 3 )=CH 2 , -CH 2 CH = CHCH 3 (cis and trans), -CH 2 OH, -CH(OH)CH 3 , 

10 • - -CH(0-r-butyl)CH 3 , -CH 2 OCH 3 , -(CH^NH-Boc, -(CH 2 ) 4 NH 2 , -(CH 2 ) 4 N(CH 3 ) 2 , 
-CH 2 -pyridyl, pyridyl, -CH 2 -naphthyl, -CH 2 -(N-morpholino) , p-(N-morpholino- 
CH 2 CH 2 0)-benzyl, benzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, 5- 
chlorobenzo[b]thiophen-2-yl, 4,5,6,7-tetrahydrobenzo[b]thiophen-2-yl, 
benzo[b]thiophen-3-yl, tetrazol-5-yl, 5-chlorobenzo[b]thiophen-3-yl, 

15 benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, -CH 2 -N-phthalimidyl, 
2-methylthiazdl-4-yl, and thieno[2,3-6]thiophen-2-yl, 

5-bromothien-2-yl, 4-bromothien-2-yl, 5-chlorothien-2-yl, 3-phenoxyphenyl, 
2-phenoxyphenyl, 4-ethylphenyl, 2-benzylphenyl, (4-ethylphenyl)phenyl, A-tert- 
butylphenyl, 4-/i-butylphenyl, o-(4-chlorophenoxy)phenyl, furan-2-yl, and 4- 
20 . phenylacetylenylphenyl. 

53. The pharmaceutical composition according to Claim 32 wherein Z 
is a covalent bond linking R l to -CX'X"- and R 4 and R 5 are fused to form a 
cycloalkyl group selected from the group consisting of cyclopropyl and 
cyclobutyl. 

25 54. The pharmaceutical composition according to Claim 32 wherein Z 

is a covalent bond Unking R 1 to -CX'X"-, X is -C(0)Y and Y is selected from 
the group consisting of hydroxy, alkoxy or substituted alkoxy. 
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55. The pharmaceutical composition according to Claim 54 wherein Y 
is alkbxy or substituted alkoxy selected from the group consisting of methoxy, 
ethoxy, n-propoxy, tro-propoxy, n-butoxy, wo-butoxy, re/r-butoxy, neo- ' 
pentoxy, benzyloxy, 2-phenylethoxy, 3-phenyl-/z-propoxy, 3-iodo-n-propoxy, 4- 
bromo-zi-butoxy, -ONHC(0)OC(CH 3 ) 3 , -ONHC(CH 3 ) 3 and hydroxy. 

56. The pharmaceutical composition according to Claim 32 wherein Z 
is a covalent bond linking R 1 to -CX'X"-, X is -C(0)Y and Y is 

-NR'R". 

57. The pharmaceutical composition according to Claim 56 wherein Y 
is selected from the group consisting of amino (-NHj), -NH(wo-butyl), 
-NH(jec-butyl), N-methylamino, N.N-dimethylamino, N-benzylamino, 
N-morpholino, azetidino, N-thiomorpholino, N-piperidinyl, 
N-hexamethyleneimino, N-heptamethylene-imino, N-pyrrolidinyl, -NH- 
methaUyl, -NHCH 2 -(furan-2-yl), -NHCH 2 -cyclopropyl, -NH(te7T-butyl), -NH(p- 
methylphenyl), -NHOCH 3) -NHCH^-fluorophenyl) , -NHCH 2 CH 2 OCH 3 , -NH- 
cyclopentyl, -NH-cyclohexyl, -NHCH 2 CH 2 N(CH 3 ) 2> -NHCH 2 C(CH 3 ) 3 , -NHCH 2 - 
(pyrid-2-yl), -NHCH 2 -(pyrid-3-yl), -NHCH 2 -(pyrid-4-yl), N-thiazolindinyl, 
-N(CH 2 CH 2 CH 3 ) 2 , -N[CH 2 CH(CH 3 )J 2 , -NHOH, -NHfc-NO^), -NHCH 2 (>- . 
NCV40, -NHCH 2 (m-NO 2 -0), -N(CH 3 )OCH 3 , -N(CH 3 )CH 2 -4>, -NHCH 2 -(3,5-di- 
fluorophenyl), -NHCH 2 CH 2 F, -NHCH 2 (p-CH 3 0-tf>), -NHCH 2 (m-CH 3 CH>), 
-NHCH 2 (£-CF 3 -<£), -N(CH 3 )CH 2 CH 2 OCH 3 , -NHCH 2 CH 2 <£, -NHCH(CH 3 )0, 
-NHCH 2 -(p-F-tf>), -N(CH 3 )CH 2 CH 2 N(CH 3 ) 2 , -NHCH 2 -(tetrahydrofuran-2-yl), 
-NHCH 2 (p-trifluoromethylphenyl), -NHCH 2 C(CH 3 )=CH 2 , -NH-[(p- . 
benzyl)pyrid-4-yl] , -NH-[(2, 6-dimethyl)pyrid-4-yl] , -NH-(2-methylcyclohexyl) , 
-NH-(4-methylcyclohexyl), -NH-|^-ethoxy.carbonyl]-piperidin-4-yl, 
-NHOC(CH 3 ) 3 , -NHCH 2 CH 2 CH 2 CH 2 -<jb, -C(0)NH(CH 2 ) 3 0-(p-CH 3 )<^ J 
-C(0)NH(CH 2 ) s NH 2 , -NH-(tetrahydrofuran-2-yl), -N(CH 3 )<£, 
-NH(CH 2 ) 4 NHC(0)-(2-hydroxy-4-azido)-phenyl and -NHCCH^a-Cbiotinamidyl). 
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58. The pharmaceutical composition according to Claim 32 wherein X 
is -C(0)Y and Y is selected from the group consisting of 
-CH 2 CH 2 CH 2 CH(CH 3 ) 2 , -CH 2 OH, -CH(OH)CH 2 CH 2 CH(CH 3 ) 2 , -CH(OH)<£, 
-CH(OH)CH 2 C(0)OCH 3 , -C(OH)(CH 3 ) 2 , -CH 2 OCH 3 , -CH 2 OC(0)OCH 3 , and 
-CH 2 OC(0)C(CH 3 ) 3 , methyl, ethyl, uo-propyl, n-propyl, wo-butyl, n-butyl, 
sec-butyl, re/T-butyl, -CHiCH^HCCH^, -CH 2 -pyridy-2-yl, -CH 2 -pyridy-3-yl, 
-CH 2 -pyridy-4-yl, -CH 2 -fur-2-yl, benzyl, cyclopentyl, phenyl, and 
-NH-S0 2 -CH 3 . 

59. The pharmaceutical composition according to Claim 32 wherein Z 
is a covalent bond linking R 1 to -CX'X"-. 

f - 

60. The pharmaceutical composition according to Claim 32 wherein the 
compound of formula I is selected from the group consisting of: 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-aminohexanoate methyl 
. ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L--histidine methyl ester 

iV-benzyl-N'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 

Ar-2-(A^iV-dimethylamm 
alaninyl]-(S)-2 -aminohexanamide 

iV-(2-methoxyethyl)-AT4AK3,5-difl^^ 
aminohexanamide 

iV-2-(A^iV-dimethylamino)e^ 
alaninyl]-L-phenylalaninamide . 

iV-(4-pyridyl)methyl-iVHAK3,5^ 
phenylalaninamide 

iV-(3-pyridyl)methyl-A^^-(3,5-difluoro^ 
phenylalaninamide 



iV-(4-pyridyl)methyl-A^ , -[N-(3,5-difluorophenylacetyl)-L-alani^ 
aminohexanamide 

N-lN-0 ,5^ifluorophenylacetyl)-L-alaninylH^^ ten- 
butyl ester 

^-[^-(pent^-enoyO-L-aJaninyll-L-phenylalanine methyl ester 

A^-[iV-(dec^^noyl)-L-aIaninyl]-L-phenylalaxiine methyl ester 

N-[AT-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4-[3-(iV,iV- 
dimethylamino)propoxy]phenylalanine methyl ester 

A^[iV-(3,5-difluorbphenylacetyl)-L-alaninyl]-L-4-[(re/t- 
butyloxycarbonyl)methoxy]phenylalanine methyl ester 

iV-[iV-(3,5-difluorophenyla^^ methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4- 
(carboxymethoxy)phenylalanine methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4-(2 T 
morpholinoethoxy)phenylalanine methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]<S)-2-amino-6-(iV,iV- 
dimethylamino)hexanoate methyl ester 

A r -[A^(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(2- 
pyridyl)propionate methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(3- 
pyridyl)propionate methyl ester 

A^[^(33-<lifluorophenylacetyl)-L-alaninyl]-L-proline methyl ester . 

l-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]piperidine-2-<^Lrboxylate 
methyl ester 

A r -[iV-(3,5nlinuorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(4- 
pyridyl)propionate methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alajninyl]-2-ajnino-3- 
methoxypropionate methyl ester 

^-[^(SjS-difluorophenylacety^-L-aJaninyll^-amino-S- 
morpholinopropionate methyl ester 
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N-(2-methoxyethyl)-Af'-[iV-(3,5^ 
morpholinoethoxy)pheny lalaninamide 

iV-(2-methoxyethyl)-// f -[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2- 
amino-3-methoxypropionamide 

N-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]glycine methyl ester 

iV-(2-methoxyethyl)-iV -[AT-(3 ,5-difluorophenylacetyl)-L-alaninyl>2- 
amino3-(4-pyridyl)propionamide 

*N-(2-methoxyethyl)-^-[N-(3,5-difluorophenylacetyl)-L^ 
amino-3-(2-pyridyl)propionamide 

N-[Ar-(3,5-difluorophenylacetyl)-L-a^ 
yl)propionate methyl ester 

2-[AH3 ,5-difluprophenyla:cetyl)-L-alaninyl]- 1 ,2,3,4- 
tetxahydroisoquinoline-3-carboxylate methyl ester 

iV-O-methoxybenzyl)-^^ 
phenylalaninamide 

iV-[A r -(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amin^ 
naphthyl)propionate methyl ester 

N-IN-Q ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(2- 
naphthyl)propionate methyl ester 

iV-[AK3,5-difluorophenylacetyl)^ 
thienyl)propionate methyl ester 

#-[iV-(3,5-difluorophenylac^ ester 

Af-[AK3,5-difluorophenylacetyl)-L-^ 3-bromo- , 

propyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanine 3- 
iodopropyl ester .- 

iV-[AK3,5-difluorophenylacet^ ester 

iV / -[A^(3,5-difluorophenylacetyl)-L-daiiinyl]-2-amino-2-(2- 
pyridyl)acetamide 
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N'-[N-(3,5-difluorophenylacetyl)-L-aIaninyl]-2-amino-2-(3- - 
pyridyl)acetamide . . ■ ■ 

N-lN-(3 ,5^ifluorophenylacetyl)-L-alaninyl]-^ 
lysine methyl ester 

5 methyl A^[^(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-am 

phenylbutanoate 

jV-[AK3,5-difluorophenylacetyl)-L^ ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]glycine 3-phenylpropyl ester 

#'-[iV-(3,5-difluorophenylacety^^ 
10 pyridyl)acetamide 

iV-[iV^(phenylacetyl)-L-alaninyl]-L-threohine methyl ester 

iV'-[A^(phenylacetyl)-L-alaruhyl]-L-leucinamide 

.//-[iV-(phenylacetyl)-L-al_aninyl]-L-alaninamide 

i^-[iST-(phenylacetyl)-Lralaninyl]-L-phenylaianinainide 

15 iV'-[iV-(phenylacetyl)-L-alaninyl)-L-valinamide 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-2-arrun<>2-(3-pyridyl)acetate 
ethyl ester 

iV-methyl-iV'-[iV-(phenylacetyl)-L-alaninyl]-L-leucinamide 

iV,^-dimethyl-iV'-CiV-(phenylacetyl)-L-alajiinyl]-L-phenylalaninainide 

20 i^,iV-dimethyl-iV'-[iV-(phenylacetyl)-L-alaninyl]-L4eucinaniide 

iV,iV-dimethyl-N'-[iV-(phenylacetyl)-L-alaninyl]-L-valinamide 

iV-methyl-iV'-[A^(phenylacetyl)-L-alaninyl]-L-phenylalaninamide 

iV-methyl-iV'-[iV-(phenylacetyl)-L-alaninyl]-L-valinamide 

N-meihyl-N'-[N-Q ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
25 aminohexanamide 

N,N-dimcthy\-N'-[N-Q ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 



^'-[^-(SjS-difluorophenylacetyO-L-alaninyll-CSJ^'aminohexanarnide 

N-[N-(3 ,5-difluorophenyIacetyl)-L«alaniny l]-2-amino-2-(3- 
methoxyphenyl)acetate methyl ester 

N-[iV-(3,5nlifluorophenylacetyl)-L-alaninyl]-2-arninc>-2-(4- 
methoxyphenyl)acetate methyl ester 

2V-[iV-(3,5Kttfluoroptienylatet 
ethyl ester 

2V-[iV-(3,5<lifluorophenylacetyl)-L^^ 
ethyl ester 

N-CN'-CcycldhexylacetyO-L-alaninyll-L-phenylalanine methyl ester 

iV-[AT-(cyclopentylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

N-[A^(cyclohex-l-enylacetyl)-L-alaninyl]-L-phenylalaninemeA^ ester . 

iV-[iV-(3,5-difluorophenylacetyl)-L-^ 
carboxylate methyl ester 

iV-2-(iV,NKiimethylamino^ 

difluorophenylacetyl)-L-alaninyl]-L-alaninamide 
^[^-( C yclopropylacetyi)-L-alaxiinyl]-L-phenylalarLine methyl ester 
^Lj-^.p^^ifluorophenylacetyO-L-alaninyllglycine benzyl ester 
iV-[A^-(isovaleryl)-L-phenylglycinyl]-L r aianine ethyl ester 
^[//-(3-nitrophenylacetyl)--L-alaninyl]--L-phenylalanine methyl ester 
A^[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-alanine ethyl ester 
iV-[iV'-(3-nitrophenylacetyl)-L-alaninyl]glycine ethyl ester 
iV-hydroxy-N'-[iV-(3-nitro^ 

iV-[iV-(isovaleryl)~L-phenylglycinyl]'-L-alanine wo-butyl ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-2-amino-3-(3- 
hydroxyphenyl)propionate methyl ester 

iV-[iV-(3-nitrophenyiacetyl)-L-alaninyl]-L-tyrosine ethyl ester 
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iV-[iV-(isovaleryl)-L-isoleucinyl]-L-alanine /jo-butyl ester 

iV^iV-CAHisovale^ iso-butyl 
ester 

iV-[iV-(isovaleryl)-L-phenylalaninyl]-L-alanine iso-butyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-alanine ethyl ester 

l-[N-(3-rritrophenylac^tyl)-L-^ ethyl 
ester . 

iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-alan.inamide 
iV-methoxy-iV-methyl-iV'-^ 

iV-/jobutyl-iV '-[A^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-alaninamide 

A^ATnii-n-propyl-Ar'-C^ 
alaniriamide 

//'.[jV-(3,5-difluorophenylacetyl)-L-aJarunyl]-L-vaUnamide 

N-(4-nitrophenyl)-iV'-[A^(3,5-difluorophenylacetyO 
alaninamide 

N'-[iV-[A^(isovalei7l)-L-phenylglycinyl]-L-aJanm 

iV-[iV-(3,5<lifluorophenylacety-l)-L-alaninyl]-L-phen methyl ester 

2V'-[iV-(3 ,5-difluorophenylac^ 

iV-z^butyl-N'-[A/'-(isovaleryl)-L-phenylglycinyl]-L-^ 

AT-(2-methoxyethyl)-A r '-[AH3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

iV-(4-nitrobenzyl)-iV'-[N--(3 ,5-difluorophenylacetyl>-L-alaninyl]-L- 
alaninamide 

iV-(4-nitrophenyl)-iV'-[;V-^ 
alaninamide 

iV-(4-nitrophenyl)-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L^ 
phenylalaninamide 
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//-benzyl-iV-methyi-A^'-[A^(3,5-difluorophenylacetyO 
alaninamide 

iV-(3 ,5-difluorobenzyl)-iV-[iV-(3 ,5nlifluorophenylacetyl)-L-alariinyl]-L- 
alaninamide 

iV-(3-nitrobenzyl)-iV'-[iV^(3,5-difluorophenylacetyl)-L-al^ 
alaninamide 

#-benzyl-iV'-[iV-(3 ,5kM^ 

Ar-(4-nitrobenzyl)-N'-[AH3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

Ar-[iV-(3,5-difluo^ methyl ester 

iV-(4-methoxybenzyl)-iV'-[i^ 
alaninamide 

iV-[iV-(phenylacetyl)-L-phenylglycinyl]-L-alanine ethyl ester 

N-[N-[N-(3 , 5-difluorophenylacetyl)-L-alaninyl]-L-phenylalaninyl]-L- 
phenylgiycine methyl ester 

^[A^(cyclohexylacetyl)-L-phenylglycinyl]-L-alanine ethyl ester 

tf-[N-(3,5-dmuorophenylace^ methyl ester 

A^iV-fAKS ,5-difluorophen 
phenylgiycine methyl ester 

iV-(2-phenylet±iyl)-N-[iV-(3,5-difluorophenylacetyl)-L-al^ 
alaninamide 

N'-[iV-(3 ,5-difluorophenyte 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3- 
cyclohexylpropionate methyl ester 

tf-(2-methoxyethyl)-iV'-^ 
amino-3-(4-nitrophenyl)propionamide 

//-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-serine ethyl ester 

jV-[(R)-a-methylbenzyl]-i^ 
alaninamide 



W-[(S)-a-methylbenzyl]-A^ 
* alaninami'de 

#-(4-fluorobenzyl)-iV'-[iV^ 
alaninamide 

A^(4-pyridylmethyl)-iV '-[iV-(3 ,5-difluorophenyIacetyl)-L-alaninyl]-L- 
alaninamide 

iV-(4-txifluoromethylben2yl)-iV / -[iV L (3,5Hlifluorophenylac^tyl) 
.L-alaninamide 

iV-[iV-(3,5-difluor9phenylacetyl)-L^ 
ethyl ester 

#-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylaIanine rerr-butyl 
ester 

iV-[iV-(3,5-difluorophenylacetyl)^^ 
methyl ester 

A^-[iV^(3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2K:yclohexylacetate 
ethyl ester 

A42-metfioxyethyl)-tf'-[iV-(3^^^ 
phenylglycinamide 

iV'-[A^(isovaleryl)-2 7 amincH2K:yclbhexylacetyl]-L-alanine ethyl ester 

iV"-2-(A^,iV^imethylaminb)ethyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L- 
alaninyl]-L-phenylglycinamide 

iV-(2-pyridylmethyl)-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyy 
phenylglycinamide 

iV-[iV-(3-pyridylacetyl)-L-aianinyl]-L-phenylalanine methyl ester * 

iV-[iV-(2-pyridylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

jV«[iV-(4-py r idylacetyl)-LTalaninyl]-L-phenylalanine methyl ester 

iV-[7V-(3,5-difiuorophenylacetyl)-L-alaninyl]-2-amino-2-(4- 
fluorophenyl)acetate ethyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(2- 
fluorophenyl)acetate ethyl ester 



N-[AT-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-L-alaiunc ethyl ester 

^-[^-(S^HiifluorophenylacetyO-L-alaninyn^-ajnin^S- 
phthalimidopropionate ethyl ester 

iV-[2V-(3 ,5^1ifluorophenylacetyl)-L-alaninyl]-L-phenylglycine neopentyl 
ester 

N-tert-butyl-N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- _ 
phenylglycinamide 

iV-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycine rert-butyl 
ester 

AT'-[iV-(3,5-difluorophenylacetyl)^ 
4-[iV-[iV-(3-mtxophenyte 

^-[^-(S-riitrophenylacety^-L-alajiinylJ-L-valine ethyl ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-threonine methyl ester 

#-[#-(3 ,5-difluorophenylacetyl)^ 
methyl ester 

4-[iV-[JNK3-nifrophen 
butoxybutyryl]morpholine 

4-[A^[A r -(3-nitxophehylacetyl)-L-alaninyl]-L-isoleucinyl]morpholi 

iV-fiV-CS-nitrophenylacetylJ-L-alaninyiJ-L-isoleucine methyl ester 

jVL[^/i(3-nitrophenylacetyl)-L-alaninyl]-L-isoleucine 

iV-[iV-[N-(3-nitrophenylacetyl)-L-alaninyl]-L-threom ethyl 
ester 

iV-[AK3-nitrophenylace^ 
ester 

//-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-leucine methyl ester 

iV-[A^(3,5-difluorophenylacetyl)-L-alaninyl]-L-leucine methyl ester 

A^-methoxyethyl-AT'-^ 
alaninamide 



- 437 ~ 

jV-2-(^ATHiimethylamino)ethy^ 
aJaninyl]-L-alaninamide 

7^yclohexyl-iV / -[iV L (3,5-difluorophenylacetyl)-L-alaniny 
iV-neopentyl-iVHAH3,5^ifluoroph 

iV-tetrahydrofurfuryl-//'-[iV : -(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide - 

iV-2-pyridylmethyl-iV '-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

3-[iV-[iV-(3 ,5-difluorophenyte 

A^[A^(3,5-difluorophenylacetyl)-L-aIaninyl]-(S)-2-aminobutanoate methyl 
ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-(S)-2-aminobutanoate methyl ester 

TV- (R) - j£C-b u ty 1-iV 
alaninamide 

l-[iV-[AK3,5-difluorophenylacetyl)-L-^ 

iV-(S)-*£C-butyl-AT-^ 
alaninamide 

iV-[^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-valine methyl ester 

iV-2-fluoroethyl-A r '-[iV-(3,5-difluorophenylacetyl)-L-alaninyn 
alaninamide . 

iV-[(S)-6-methyl-3-oxohept-2-yl]-iV'-(3,5-difluorophenylacetyl)-L- 
alaninamide 

iV-4-nitrobenzyl-iV4^ 

aminobutyramide - , 

AM-rdtrobenzyl-iV'-[N-(3,5^ifluorophenylacetyl)-L-al^ 
aminopentanamide 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(3- 
fluorophenyl)acetate methyl ester 
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N'-lN-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-2-(2- 
thienyl)acetamide 

iy-[iV-(3,5^ifluorophenyla^ . 
chlorobenzothiophen-2-yl)acetate methyl ester 

5 iV-[AK3,5-difluorophenyla^ 
yl)acetate ethyl ester 

#-[#-(3 , 5-difluorophenylaret^^^ 
yi)acetate methyl ester 

iV-[iV-(3 ,5-difluoropheny lacetyl)-L-alaninyl]-2-amino-2-(2-thienyl)acetate 
10 . _ methyl ester . - . - 

iV-[A^3,5-difluorophenylacetyl)-L-alam^^ 
yl)acetate ethyl ester 

iV'-[iV'-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-am 
thienyl)acetate methyl ester 

15 #-[iV-(3,5-difluorophenylacetyl^ 
thienyl)acetate re/T-butyl ester 

AT-[AT-(3,5-difluorophenylacetyl^^^ 
thienyl)acetic acid 

iV-[AH3 ,5-difluoropheny^ 
20 yl)acetate methyl ester 

^[A43,5-difluorophenyla^ 
naphthyl)acetate methyl ester 

iV^[A^(3,5-difluorophenylacetyl)-L^alaninyl]-2-ajriino-2-(3- 
trifluoromethylphenyl)acetate methyl ester 

25 AT-[jV-(3,5-difluoropheny^ 

tetrahydrobenzothiophen-2-yl)acetate methyl ester 

AT-[#-(3,5-difluorophenylacetyl>^ 
£]thiophen-2-yl)acetate methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl^ - 
30 4-yl)acetate methyl ester 
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(3S ,4S)-iV-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-4-amino-3-hydroxy- 
5-phenylpentanoate methyl ester 

^r[^-(3,5Hiifluorophenyla(^tyl)-L-alaiiinyl]-(S)-2-aininohex-4-enoate 
methyl ester 

5 iV-O^-CcyclopropylacetyO-L-alaninyll-L-phenylglycine rm-butyl ester 

i^fert-butyl-iV'-[iV-(3,5-Dinuorophenylacetyl)-L-alanmyl]-(S)-2-ammcH^ 
(4-phenylphenyl)acetamide 

'jV-[iV'-(3,5-difluorophenylacetyl)-(S)-2-aminobutanoyl]-L-phenylglycine 
rerr-Butyl Ester . 

10 " iV-[iV-(3,5-dinuorophenylacetyl)-L-valinyl]-L-phenylglycineterr-butyl 
ester 

N-[N-(3 ,5-difluorophenyiacetyl)-L-methioninyl]-L-phenylglycine methyl . 
ester ."•''*. 

N-[N-(3 ,5-difluorophenylacetyl)-L-valinyl]-L-phenylglycine methyl ester 

15 is^[AT-(3,5-difluorophenylacetyl)-2-aminobutanoyl]-L-phenylglyckie 
methyl ester 

N-[N-{3 ,5-difluorophenylacetyl)-L-leucinyl]-L-phenylglyeine methyl ester 

iST-[iV-(3 f 5-difluorophenylacetyl)-L-phenylalariinyl]-L-phenylglycine 
methyl ester 

20 M[iV-(3,5-difluorophenylacetyl)glycinyl]-L-phenylglycine methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-L-phenylglycine 
methyl ester 

^-[^-(phenylacety^-L-alaninyll-L-alanine methyl ester 
7/-[iV-(phenylacetyl)-L-alaninyl]-L-leucine methyl ester 
25 iV-[iV-(phenylacetyl)-L-alaninyl]-L-isoleucine methyl ester 

^.[^.(phenylacetyO-L-alaninyll-L-proline methyl ester 
^/-[//-(phenylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 
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iV-[tf-(phenylacetyl)^ methyl 
ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-glycine methyl ester 

iV-[iV-(phenyIacetyl)-L-alaninyl]-L-valine methyl ester 

5 iV-[A^(phenylac^tyl)-L-alaninyl]«(S)-2-aminobutanoate methyl ester 

-tf-[Ar-(phenylacetyl)-^ methyl ester 

iV-[A^(3-nitrophenylacetyl)-L-alaniny 1]-L- valine 

^-[^(phenylacety^-L-alaninylJ-L-A^methylalanirie methyl ester 

iV'-[iV'--(isovaleryl)-L-phenylglycinyl]-L-alanine wa-butyl ester 

10 iV-[iV-(isovaleryl)-L-isoleiicinyi]-L-alanine wo-butyl ester 

iV L Cyclohexyl-iV / -[iV , -(3 ,5-difluorophenyIacetyl)-L-alaninyl]-L- 
phenylglycinamide 

iV-[iV-(3 , 5-difluorophenylacety l)-L-alaninyl]-L-4-hydroxyproline ethyl 
15 ester 

^-[^(S^-difluorophenylacetyO-L-alaninyll-L-lysine methyl ester 

iV-[iV-(3,5-difluorophenylacety^ 

l-|W-(3 ,5-difluorophenylacetyl)-L-alarrinyl]p^^^ 
methyl ester 

20 iV-[(S)-3-hydroxy-6-methy lhept-2-yl]-N'-(3 ,5-difluorophenylacetyl)-L- 

alaninamide 

AT-[(S)-2-hydroxy-l-phenyleth-l-yl]-N'-(3,5-difluorophenylacetyl)-L- 
alaninamide . . 

N-[N-(3 ,5-difluorophenyl-a-fluoroacetyl)-L-alaniny]-L-phenylglycine 
25 re/r-butyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-2-(S)-aminocyclohexylacetyl]-L- 
phenylglycine methyl ester 

N-[( 1R, 2S)- 1 -hydroxy- 1 -phenylprop-2-yl]-N' -(3 ,5-difluorophenylacetyl)- 
L-alaninamide 
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N-[(lR,2S)-l-hydroxy-l,2-diphenyleth-2-yl]-iV-(3,5- 
difluorophenylacetyl)-L-alaninamide 

N-[(lS,2R)-l-hydroxy-l-phenylprop-2-yl]-A r '-(3,5-difluorophenyIacetyl)- 
L-alaninamide 

5 iV-2-methoxyethyl-N '-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]- 

glycinamide 

iV-[(S)-a-hydroxy-a-phenyl-tfo-pr^^ 
alaninamide 

iV-[(S)-2-hydroxy-l ^-diphenylethyll-N'^S^-difluorophenylacety^-L- 
10 alaninamide 

N-[(S)- 1 -hydroxyhex-2-yl]-N' -(3 ,5-difluorophenylacetyl)-L-alaninamide 

iV-[a-hydroxy-a'-(4-hydr6xyphenyl)-wo-propyl]-N / -(3,5- 
difluorophenylacetyl)-L-alaninamide 

Af-2-pyridylmeth)d-iV'-[iV-(^^ 
15 phenylalaninamide 

iV-[a-hydroxy-a ' -pyrid-2-yl-fjo-propyl]-N' -(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[a : hydroxy-a'-pyrid^-yl-^ 
alaninamide 

20 iV-[(S)- 1 -hy droxy-4- methylpen t-2-y 1]-N' -(3 ,5-diflu6rophenylacetyl)-L- 

alaninamide 

iV-[a-methoxy-prop-2-yl]-N'-(3 ,5-difluorophenylacetyl)-L-alaninamide 

iV-[ 1 -hydroxy-3-methyl-but-2-yl]-N' -(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

25 iV-[iV-(3 ,5niifluorophenylacet^ 

yl)acetate methyl ester 

tf-[l-hydroxy-prop-2-yl]-N'-(3 ,5-difluorophenylacetyl)-L-alaninamide 

tf-[(S)T2-methoxy-l-phenyleth-^ 
alaninamide 



iV-[(S)-l-methoxy-2-phenyl-prop-2-yl]-N , -(3,5-difluorophenylacetyl)-L- 
alaninamide . 

W-[(S)-l-acetoxyhex-2-yl]-NX3,5-difl^^ 

iV-[(S)-l-(rm-buty^ 
L-alaninamide 

iV-[2-hydroxy-l-(thien-2-yl)e^ 
alaninamide 

*N-[(S)-2-hydroxy»2-methyl-l-phenyiprop-l-yl]-N , -(3,5- 
difluorophenylacetyl)-L-alaninamide 

AHAK3 ,5-difluorophenyiac^ 
rerr-butyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-phenylglydnyl]-L-phenylglycinol 

M[i7-(cyclopropaneacetyl)-L-phenylglycinyl]-L-phehylglycinoI 

iV-[iV-(cyclopentaneacetyI)-L-phenylglycinyl]-L-phenylglycinol 

N-[N-(3 ,5-difluorophenylacetyl)-D ,L-phenylglycinyl]-D ,L- 
phenylglycinamide 

N-[N-(3 ,5-difluorophenyIacetyl)-D ,L-valinyl]-D ,L-phenylglycinamide 

iV-[iV-(2-thienylacetyl)-L-alaninyl]-L-phenylglycinamide ' 

iV-[iV-(/i-caprotyl)-L-alaninyl]-L-phenylglycinamide 

iV-[A^(3,5-difluorophenylacetyl)-L-norleucinyl]-L-phenylglycine methyl 
ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-norvalinyl]-L-phenylglycine methyl 
ester 

A^[N~(3,5-difluorophenylacetyl)-L-rerr-ieucinyl]-L-phenylglycine methyl 
ester 

N-[iV-(3,5-difluorophenylacetyl)-L-isoleucinyl]-L-phenylglycine methyl 
ester ■ . 

N-[A^(3,5-difluorophenylacetyl)-L-cyclohexylalaniriyl]-L-phenylglyd^ 
methyl ester 



A4iV-(3 ,5-difluorophenylacetyl^ 
phenylglycine methyl ester 

i^[tf-(3 f 5^ifluorophe^ 
phenylglycine methyl ester 

iV-[iV-(3 ,5niifluoropheny to 
phenylglycine methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-(4-fluorophenyl)glycinyl]-L- . 
.phenylglycine methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-D-(4-fluorophenyl)glycinyl]-L- 
phenylglycine methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-(4-methoxyphenyl)glydny 
phenylglycine methyl ester 

#-[#-(3 ,5-difluoropheny 
butyl ester 

^-[iV-(cyclopropylacetyl)-L--phenylglycinyl]-L-phenylglycine tert-butyl 
ester 

^-[^-(cyclopentylacetyO-L-phenylglycinyll-L-phenylglycine ferr-butyl 
ester 

iV-[iV-(r£/t-butylacetyl)-L-alaninyl]-L-phenylglycinamide 

iV^m-butyl-W'-[iV^ 
bromothien-2-yl)glycinamide 

iV-rm-butyWVM!AK3,5-d^ 
bromothien-2-yl)glycinamide 

/^rm4)utyl-iV4A43,5-dinuoro^ 
bromothien-2-yl)glycinamide 

iV-rerr-butyl-iV'-[iV-(3,5-dinuorophenylacetyl)-L-alanin 
yl)glycinamide 

iV-terr-butyl-W'-[iV-(3,5^ifl^ 

yl)glycinamide - 

Mte/T-butyl-AT-[iV-(3^^ 
yl)glycinamide 
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iV-ferr-butyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-D-(thien-2- 
yl)glycinamide 

?/-rerr-butyl-iV'-[A''-(3,5-<iifluorophenylacetyl)-L-alaninyl]-D- 
phenylglycinamide 

5 iV-ferr-butyl- W '-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 

phenylglycinamide 

iV-/e/r-butyl-N'-[iV"-(3,5Klifluorophenylacetyl)-L-alaniny.l]-D,L-(5- 
chlorothien-2-yl)glycinamide 

iV-Cyclohexyl-iV'-[//-(3,5-difluorophenylacetyl)-L-alaninyl]-D-4- 
10 . . _ (phenyl)phenylglycinamide 

N-tert-buty\-N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-3- 
(phenoxy)phenylglycinamide 

N .(S)-(~)- a -methylbenzyl-iV'-[iV-(3 J 5Hiifluorophenylacetyl>L-alanin^ 
D ,L-phenylglycinamide 

15 ^- ferr -butyl-iV , -[//-(3 > 5-difluorophenylacetyl)-L-alaninyl]-L-3- 
(phenyl)phenylglycinamide 

iV-re/T-butyl-iV''-CiV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4- 
(ethyl)phenylglycinamide 

//-ferr-butyl-N'-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-L-2- 
20 (phenyl)phenylglycinamide ' 

iV-fen-butyl-N'-CiV-p^-dinuorophenylacetyO-L-alaninyi]^- 
(benzyl)phenylglycinamide 

//-wrr-butyl-N'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-D,L-4- 
bromophenylglycinamide 

25 .jv-f«7T-butyl-N'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L^- . 

(cyclohexy l)phenylglycinamide . 

N-fe/T-butyl-^/'-[iV-(3,5-difluorophe n ylacetyl)-L-alaninyl]-L-4-(4- 
ethylphenyl)phenylglycinamide 

N-fm-butyl-N'-[iV-(3 J 5-difluorophenylacetyl)-L-alaninyl]-D,L-4-(^rr- 
30 butyl)phenylglycinamide 



N-re/T-butyl-W'-[^ 
chlorophenoxy)phenylglycinamide 

iV^yclohexyl-iV'-[A r -(3 J 5-difluorophenylacetyl)-L-al.a 
(phenyl)phenylglycinamide . 

iV-[A^3 ,5-difluorophenyl-a^ 
rerr-butyl ester 

iV-f£/r-butyl-iV-[iV-(3,5^ifluorophenyl-a,o-difluo 
pheny lgly cinamide 

iV-|W-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D-phenylglycine terr-butyl 
ester 

2V-[(S)- I-oxo- l-phenylprop-2-yl]-iV'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[/V-(3 f 5^ifluorophenylacetyl)-L-alaninyl]-^ 
butyl ester 

[iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaniny 1]-D ,L- 
phenylglycinylQmorpholine 

N-{N-(3 ,5-difluorophenylacetyl>L-alaninyl]-D ,L-(2- 
methoxy)phenylglycine methyl ester 

N-[N-(3 .S^ifluorophenylacetyO-L-alaninyq-D.L-phenylglycine N-tert- 
butoxycarbonyl(hydroxyl amine) ester 

iV-neopentyl-N '-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L- 
phenylglyciriamide 

^tetrahydrofurfu^^ 
phenylglycinamide 

iV-methoxy-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L-- m 
phenylglycinamide 

[iV-[iV-(3 ,5-difluorpphenylacetyl)-L-alaninyl]-D,L- 
phenylglycinyl]azetidine 

N-iso-buty\-N'-[N-0 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L- 
phenylglycinamide 
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A^yclopropanemethyl-iV'-^ 
phenyiglycinamide 

AT-methoxy-Ar-methyl-iV'-^^ 
phenyiglycinamide 

A^-metJhylprop-l^nyl-W'-CAK^^ 
phenyiglycinamide 

iV-(pyrid-3-y 1) methyl-iV-[iV-(3 ,5-difluoropheny lacetyl)-L-alaninyl]-D,L- 
phenyiglycinamide 

/^-(pyrid^-ytymethyl-iV'-t^ 
phenyiglycinamide 

N-furfuryl-iV f -[A^(3 > 5-difluorophenylacetyl)-L-alaninyl]-D,L- 
phenylglycinamide 

iV-cyclopentyl-iV '-[iV-(3 /5-difluorophenylacetyl)-L-alaninyl]-D,L- 
phenyiglycinamide 

iV-143enzylpiperidin-4-yl-iV'-[^^ 
D,L-phenylglycinamide 

N,iV-dimethyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L- 
phenylglycinamide 

N-2 ,2,6, 6-tetramethylpiperidin-4-yl-A^'-[iV-(3 ,5-difluorophenylacetyl)-L- 
alaninyl]-D,L-phenylglycinamide 

Ar-2-methylcyclohexyl-iV4A43,5^fl^^ 
phenyiglycinamide 

iV-4-methylcyclohexyl-;^ 
phenyiglycinamide 

jV-l-ethoxycarbonylpiperidin-4^ . 
alaninyl]-D,L-phenylglycinamide 

iV-methyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

i\T-r^rr-butoxy-iV , -[N-(3,5-difluorophenylacetyl)-L-alaninyl]-D,^^ 
phenyiglycinamide' 



iV-[N-(3,5-difluorophenylacetyl)-L-aIaninyl]-D,L-phenylglycineiV-ren- 
butyl(hydroxylamine) ester 

N-IN-Q ,5-<lifluorophenylacetyl)-L-alaninyl]-L-phenylglycine hydrazide 

N-(l -ethoxyethen-l-yl)-[iV'-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycine hydrazide 

iV-[iV-(phenylacetyl)-L-aIaninyl]-L-phenylglycine ten-butyl ester 

.//-4-(phenyl)butyl-//'-[iV-(3,5-difluorophenylaceryl)-L-alaninyl]-L- 
phenylglycinamide 

iV-3-(4-iodophendxy)propyl-iV'-[iV-(3 > 5-difluorophenylaceryl)-L-alaninyl]- 
L-phenylglycinamide 

#-6-(amino)hexyl-iV'-[iV'-(3 ,5-difluorophenylacetyl)-L-alamnyl]-D,L- 
phenylglycinamide Hydrochloride 

iV-l-(phthaUmido)pent-2-yl-iVH3 > 5^ifluorophenylacetyl)-L-alaninaiiiide 

^-[iV-CS.S-difluorophenylacetyO-L-CS^^irluoropheny^glycinyy-L-CS.S- 
difluorophenyl)glycine methyl ester 

^-[//-(S^-difluorophenylacety^-L-alaninyll-L-norleucine 

iV-[//-(cyclopentaneacetyl)-L-alaninyl]-L-phenylglycine te/T-butyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4-fluorophenylglycine iso- 
propyl ester 

iV-(isopropyl) ^-[^-(S^-difluorophenylacetyO-L-alaninyll-L- 
phenylglycinamide 

iV-[^-(cyclopentyIacetyl)-L-alaninyl]-L-phenylalanine ferr-butyl ester 

iV-[iV-(cyclopropylacetyl)-L-alaninyl]-L-phenylaIanine fen-butyl ester 

^-[^-(S.S-Difluorophenylacety^-L-alaniny^-L-phenylglydnewo-butyi 
ester . 

N-[N-(3 ,5rDifluorophenyIacetyl)-L-alaninyl]-D-phenylglycine methyl 
ester 

A^-[iV-(3,5-Difluorophenylacetyl)-L-alaninyl]-L-(3-a-phenyl)proline 
methyl ester 
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iV-[/V-(3,5-Difluorophenylac methyl ester 

AT-[iV-(3 ,5Klifluorophenylacetyl)-L-alaninyli-2-arTiinc>-3-(5- 
cMorobenzothiophen-2-yl)acetate methyl ester 

JV-[iV-(3,5-dinuorophenylacetyl)-L-alaninyl]-(S)-2-amin 
yl)propionate ferr-butyl ester 

7V-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycinarnide tert- 
butyl ester 

^[A^(3,5-difluorophenylacetyl)-L-alaninyl]-D-(thien-2-yl)glycin 
iV-[iV-(3 ,4-dichlorophenylacetyl)-L-alaninyl]-^phenylglycinamide 
N-[A^-(3-chlorophenylacetyl)-L-alaninyl]-D-phenylglycinamide 
//-[A^(3-bromophenylacetyi)-L-aJaninyl]-D-phenylglycinamide 

jV-[/V-(3-fiuorophenylacetyl>^ , - 

iV-[A^-(4-fluorophenylacetyl)-L-alaiiinyl]-D-phenylglycinamide 

jV-[^-(3-methylphenylacetyl)-L-alaninyl]-D-phenylglycinamide 

JV-[iV-(4--methylphenylacetyl)-^^ 

//-[AHS-tnfluoromethy^ 

//.[:^(3-methoxyphenylacetyl)-L-alaninyl]-D-phenylg 

iV-[^/-(2-chlorophenylacetyl)-L-alaninyl]-D-phenylglycinamide 

A^[A^-(l-naphthylacetyl)-L-alaninyl]-D-phenylglycinamide 

A^-[iV-(2-naphti)ylacetyl)-L-alaninyl]-D-phenylglycinamide 

iV-[iV-(phenylacetyl)-L-alaninyl]-D-phenylglycinamide 

iV-fA^(375-difluorophenylacetyl)-L-alaninyl]-D-phenylglycine 

A4iV-(3,5^Iifiuorophenylacety^ 

jV'-[/V-(3,5-difluorophenylacetyl)-L^alaninyl]-(S)-2-amino-2-(2- 
furanyl)acetamide 
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/V'-[iV-(3 ,5-difluorophenylacetyl)-D-alajiinyl]-D-phenylglycinaniide 
N -[Af-(3,4-difluorophenyla 

N-[iN^(S,5^fluorophenylacetyl)-L-alaninyl]-L-phen 
methylsulfonamide 

iV^-methyl-iV-phenyl-iV'-[Ar-(3 ,5-difluorophenylacetyl)-L-alaninyl]- 
glycinamide 

W'-methyl-iV'-phenyl-iVHiV-p,^ 
alaninamide 

N'-[N-(3 ,5-difluorophenylacetyl)-L-m^ 

iV ,# -methyl-iV ,/ -benzyl-N'-[iV-(3,5-difluoropheny^ 
glycinamide 

N"-4-R\xozobenzyl-N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

tf'-[iV43,5-difluorophenylacetyl)^ 
neopentyl ester 

;y-[iV-(2,3A5,6-pentafluoropheny 
yl)glycine methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-a^ ten- 
butyl ester 

#-[;y-(3^5-difluoropte^ 
methyl ester 

jV-[tf-(3,5-difluoropte 
methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-threoninyl]-L-phenylglycine methyl 
ester 

^-[A^(3,5-difluorophenylacetyl)-L-serinyl]-L-phenylglycin methyl ester 

A^-methylphenyl-iVH^^ 
phenylglycinamide 

iy'^tetrahydrofurfuryl-tf^^ 
phenylglycinamide . 
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^'-[^-(S^-difluorophenylacety^-L-alaninyll-L^-fluorophenyl- 
glycinamide 

iV'-[iV-(3 ,5-difluorophenylac^tyl)-L-methionyl]-L-phenylglycinamide 

A^iV-^jS-difluorophenylacetyl)^-^^ 

N '-[iV-(3 ,5-difluorophenylacetyl)-L-phenylglycm^ 

JV-^-^S-difluorophenylac^tyl)^ 

jV-[(R)-a-methylbenzyl]-iV' '-[A^(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

jV^[l-phenyl-2-oxcH3-metjiylbuta^ 
alaninamide 

iV-[l-phenyl-2-oxo-propan-l-yl]-^'-(3,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[l-phenyl-2-oxo-pentan-l-yl]-iV-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[l-phenyl-2-oxcH2-phenyl-etii^^ 
alaninamide 

A41-phenyl-2-oxo-butan-l-yl]-iVH3,5^ 
alaninamide 

iV-[l-phenyl-2-oxo-4-methylp^^ 
L-alaninamide 

N'-[N-(3 ,5-difluorophenylacetyl)-L-ali^inyl]-L-a-hydroxyphenylalanm 
methyl ester 

iV"-[4-((2-hydroxy-4-azido^ 

difluorophenylacetyl)-L-alaninyl]-L-phenylglycinamide 

iV-[(S)-l-phenyl-2-oxcH2-phenylH^^ 
acetyl) -L-alaninamide 

N-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-fluorophenylglycine 
rerr-butyl ester 

A r/ -[^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-phenylphenyiglycine 
rerr-butyl ester 



[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-(2,3-benzo[b]proline) methyl 
ester 

jV''-f£/?-butyl-iV'-[iV-(3,5Hdifluo^ 
butylphenylglycinamide 

N^rr-butyl-iV / -[A^(3,5-difluorophenylaMtyl)-L-^ 
(phenylacetenyl)phenylglycinamide 

N'-[N-(3 ,5-difluoropheny lacetyl)-L-alaninyl]-D ,L-phenylglycinthioamide 

iV-[l,3-diphenyl-2-oxo-propan-l-yl]-A^'-(3,5-difluorophenylacetyl)-L^ 
alaninamide 

iV-[ 1 -pheny l-2-oxo-2-cyclopen tylethan- 1 -yl]-iV '-(3 ,5- 
difluorophenylacetyl)-L-alaninamide 

iV-[ 1 -phenyl-2-oxo-hexan- 1 -yl]-iV '-(3 ,5-difluorophenylacetyl)-L- 
alaninamide ■ 

A^[l-phenyl-2-oxo3-methylpentan-l-yl]-^/'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV''-/z-hexyl-6-biodnamidyl-iV / -[A^(3,5-difluorophenylacetyl)^ 
D , L-phenylglycinthioamide 

N'-[N-(3 ,5-difluorophenylacetyl)-L-methioninyl]-L-methionine 

iV'-[N-(2-rm-BOC-amino)propionyl>^^ methyl 
ester 

N"-tert-buV/l N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-2- 
fluorophenylglycinamide 

N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L-2-phenylglycine methyl 
ester 

N-[(S)- l-phenyl-2-oxo-3-phenylpropan- l-yl]-iV -(3 ,5- 
difluorophenylacetyl)-L-alaninamide 

#'-[iV-(3,5-difluorophenylacetyl)^ 
phenylglycine 

N'-[N-(3 ,5-difluorophenylacetyl)-D,L-thien-3-ylglycinyl]-D,L-2- . 
phenylglycine te/T-butyl ester 



iV'-[^-(3,5-<Iifluorophenylacetyl)-L-thien-3-ylglycinyl]-L-2-phenylglycine 

iV^[iV-(3,5^ifluorophenylacetyl)-L-thien-3-ylglycinyl]-L-2-phenylglycine 
rerr-butyl ester * 

iV-[2-hydroxy- l-(S)phenyleth- l-yl]-N'-[(3 ,5-difluorophenylacetyl)-L- 
phenylglycinylJ-L-alaninamide 

tf-p-hydroxyeth-l-yri-iV'-CQ ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinaniide 

iV'-[^-(3,5-difluorophenyl^2-oxo-acetyl)-L-alaninyl]-L-2-phenylglycine 
fm-butyl ester 

[N-{2 ,5-dichlorophenoxyacetyl)-L-alaninyl]-L-phenylglycine methyl ester 

[iV 7 (3,5-difluorophenoxyacetyl)-L-alaninyl]-L-phenylglycine methyl ester 

[iV-(3,4-dichlorothipphenbxyacetyl)-L-alaninyl]-L-phenylglycine methyl 
ester 

[i*/-(3-aminoproprionyl)-L-alaninyl]-L-phenylglycine rm-butyl ester; and 

[i^(3-^n-butoxycarbonylamino)propionyl)-L-alamnyl]-L-phenylglycine 
rerr-butyl ester. '. 

61. A compound of formula I: 



I 




wherein R l is selected from the group consisting of alkyl, alkenyl, 
alkynyl, cycloalkyl, cycioalkenyl, substituted alkyl, substituted alkenyl, 
substituted alkynyl, aryl, heteroaryl and heterocyclic; 

R 2 is selected from the group consisting of hydrogen, alkyl, substituted . 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, aryl, 
heteroaryl and heterocyclic; 
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each R 3 is independently selected from the group consisting of hydrogen 
and methyl and R 3 together with R 4 can be fused to form a cyclic structure of 
from 3 to 8 atoms which is optionally fused with an aryl or heteroaryl group; 

each R 4 is independently selected from the group consisting of hydrogen, 
alkyl, alkenyl, alkynyl, aryl, cycloalkyl, cycloalkenyl, heteroaryl, heterocyclic, 
substituted alkyl, substituted alkenyl and substituted alkynyl; 

each R 5 is selected from hydrogen and methyl or together with R 4 forms 
a cycloalkyl group of from 3 to 6 carbon atoms; 

X is selected from the group consisting of -C(0)Y and -C(S)Y where Y 
- is selected from the group consisting of 

(a) alkyl or cycloalkyl, 

(b) substituted alkyl with the proviso that the substitution on said 
substituted alkyl do not include a-haloalkyl, a-diazoalkyl, a-OC(0)alkyl, or 
a-OC(0)aryl groups, 

(c) alkoxy or thioalkoxy, 

(d) substituted alkoxy or substituted thioalkoxy, 

(e) hydroxy, 

(f) aryl, 

(g) heteroaryl, 

(h) . heterocyclic, 

(i) -NR'R" where R' and R" are independently selected from hydrogen, 
alkyl, alkenyl, alkynyl, substituted alkyl, substituted alkenyl, substituted 
alkenyl, cycloalkyl, aryl, heteroaryl, heterocyclic, where one of R' or R" is 
hydroxy or alkoxy, and where R' and R" are joined to form a cyclic group 
having from 2 to 8 carbon atoms optionally containing 1 to 2 additional 
heteroatoms selected from oxygen, sulfur and nitrogen and optionally 
substituted with one or more alkyl, alkoxy. or carboxylalkyl groups, 

(j) -NHSCVR 8 where R 8 is selected from alkyl, substituted alkyl, 
alkenyl, substituted alkenyl, cycloalkyl, aryl, heteroaryl and heterocyclic, 
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(k) -NR 9 NR l0 R 10 where R 9 is hydrogen or alkyl, and each R 10 is 
independently selected from hydrogen, alkyl, substituted alkyl, alkenyl, 
substituted alkenyl, cycloalkyl, aryl, heteroaryl, heterocyclic, and 

(1) -ONR 9 [C(0)O]^ 10 . where z is zero or one, R 9 and R 10 are as defined 

5 above; 

X can also be -CR 6 R 6 Y' where each R 4 is independently selected from 
the group consisting of hydrogen, alkyl, substituted alkyl, cycloalkyl, aryl, 
heteroaryl and heterocyclic and Y' is selected from the group consisting of 
hydroxyl, amino, thiol, alkoxy, substituted alkoxy, thioalkoxy, substituted 
10 ■ - thioalkoxy, -OC(0)R 7 , -SSR 7 , -SSC(0)R 7 where R 7 is selected from the group 
consisting of alkyl, substituted alkyl, cycloalkyl, aryl, heteroaryl and 
heterocyclic,. 

X' is hydrogen, hydroxy, or fluoro; 

X* is hydrogen, hydroxy or fluoro, or X' and X" together form an oxo 

15 group, 

Z is selected from the group consisting of a bond covalently linking R 1 
to -CX'X"-, oxygen and sulfur; 

n is an integer equal to 1 or 2; and 
pharmaceutical^ acceptable salts thereof 
20 with the provisos that: 

A. when R l is phenyl or 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 . 
is -CH(OH)CH 3 , R 3 is hydrogen, X' and X",are hydrogen, Z is a bond, and n 

is 1, then X is not -C(0)OH; 

B. when R 1 is phenyl, R 2 is methyl, R 3 is hydrogen, R 4 is -CH(OH)CH 3 
25 derived from D-threonine, R 3 is hydrogen,- X' and X" are hydrogen, Z is a 

bond, and n is 1, then X is not -C(0)OH or -C(0)OCH 3 ; 

C. when R l is phenyl, R 1 is methyl,.R 4 is benzyl, R 3 is hydrogen, X is 
methoxycarbonyl, X' and X" are hydrogen, Z is a bond, and n is 1, then R 3 is 
not methyl; 
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D. when R 1 is tfo-propyl, R 2 is -CH 2 C(0)NH 2 , R 3 is hydrogen, R 4 is 
iw-butyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -C(0)OCH 3 ; 

E. when R l is phenyl, R 2 is methyl,. R 3 is hydrogen, X is -C(0)OCH 3 , 
X' and X". are hydrogen, Z is a bond, and n is 1, then R 3 , the nitrogen atom 
attached to R 3 , and R 4 do not form l,2,3,4-tetrahydrowo-quinolin-2-yl or 
pyrrolidin-2-yl; 

F. when R l is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
is -C(0)OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 

" 4-amino-fl-butyl; 

G. when R l is 3-nitrophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
-CH(OH)CH 3> R s is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NH 2 or -CH 2 OH; 

H. when R l is phenyl, R 2 is methyl, R 3 is hydrogen, R 3 is hydrogen, X 
is -CH 2 OCH 3 , X' and X" are hydrogen, Z is a bond, and n is 1, then R 4 is not 
benzyl or ethyl; 

I. when R 1 is J,J-difiuorophenyl, R 2 is methyl, R 3 is methyl, R 4 is 
methyl, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -CHOH<£; 

J. when R' is J,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 3 is hydrogen, X' and X" are 
hydrogen, Z is a bond, and n is 1, then X is not -CHOH<£ or -CH 2 OH; 

K. when R, is iv*-(2-pyrrolidinonyl), R 2 is methyl, R 3 is hydrogen, R» is 
benzyL, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, then 
X is not -C(0)OCH 3 ; 

L. when R' is 3,5-difluorophenyl, R 2 is methyl derived from D-alanine, 
R 3 is hydrogen, R 4 is phenyl derived from D-phenylglycine, R 3 is hydrogen, X' 
and X" are hydrogen, Z is a bond, and n is 1, then X is not -C(0)NH-benzyl; 

M. when R l is'.J.J-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
hydrogen, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 1, 
then X is not -CH 2 OH; 
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N. when R l is J,5-difluorophenyi, R 2 is methyl, R 3 is hydrogen, R 4 is 
4-phenylphenyi, R 3 is hydrogen, X' and X" are hydrogen, Z is a bond, and n is 
1, then X is not -C(0)NHC(CH3) 3 ; and 

O. when R 1 is J,5-difluorophenyl, R 2 is methyl, R 3 is hydrogen, R 4 is 
phenyl derived from D-phenylglycine, R 5 is hydrogen, X' and X* are 
hydrogen, Z is a bond, and n is 1, then X is not -C(0)NHCH(CH 3 )<£. 

62. The compound according to Claim 61 wherein R l is an 
unsubstituted aryl group and Z is a bond covalently linking R l to -CX'X"-. 

63. The compound according to Claim 62 wherein the unsubstituted R l 
aryl group is selected from the group consisting of phenyl, 1-naphthyl and 2- 
naphthyl. 

64. The compound according to Claim 61 wherein R l is a substituted 
aryl group and Z is a bond covalently linking R l to -CX'X"-. 

65. The compound according to Claim 64 wherein said substituted aryl 
group is a mono-substituted, di-substituted or tri-substituted phenyl group. 

66. The compound according to Claim 65 wherein the substituted 
phenyl groups are selected from the group consisting of 4-fluorophenyl, 4- 
chlorophenyl, 4-bromophenyl, 4-nitrophenyl, 4-methylphenyl, 3-methoxy-. 
phenyl, 3-nitrophenyl, 3-fluorophenyl, 3-chlorophenyl, 3-bromophenyl, 3- 
thiomethoxyphenyl,, 3-methylphenyl, 3-trifluoromethylphenyl, 2-hydroxy- 
phenyl, 2-methylphenyl, 2-fluorophenyl, 2-chlorophenyl, 3,4-difluoyophenyl, 
2,3,4,5, 6-pentafluorophenyl, 3,4-dibromophenyl, 3,4-dichlorophenyl, 3,4- 
methylene-dioxyphenyl, 3,5-difluorophenyl, 3,5-dichlorophenyl, 2,4- 
dichlorophenyl, and 2,5-difluorophenyl. 
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67. The compound according to Claim 61 wherein R 1 is an alkaryl 
group and Z is a bond covalently linking R 1 to -CX'X"-. 

68. The compound according to Claim 67 wherein the R 1 alkaryl group 
is selected from the group consisting of benzyl, 2-phenylethyl, and 3-phenyl-/i- 
propyl. 

•69. The compound according to Claim 61 wherein R l is selected from 
the group consisting of alkyl, alkenyl,. cycloalkyl and cycloalkenyl groups and Z 
' is a bond covalently linking R l to -CX'X"-. 

70. The compound according to Claim 69 wherein R l is alkyl. 

71. The compound according to Claim 69 wherein R 1 is cycloalkyl. 

72. The compound according to Claim 69 wherein R l is alkenyL 

73. The compound according to Claim 69 wherein R 1 is cycloalkenyl. 

74. The compound according to Claim 69 wherein the R 1 alkyl, 
cycloalkyl, alkenyl and cycloalkenyl groups are selected from the group 
consisting of /^-propyl, n-propyl, n-butyi, uorbutyl, jec-butyl, ten-butyl; 
-CH 2 CH=CH 2 , -CH 2 CH=CH(CH 2 ) 4 CH 3 , cyclopropyl, cyclobutyl, cyclohexyl, 
cyclopentyl, cyclohex-l-enyl, -CH 2 -cyclopropyl, -CH 2 ^cyclobutyi, 
-CH 2 -cyclohexyl, -CH 2 -cyclopentyl, -CH 2 CH 2 -cyclopropyl, -CH 2 CH 2 - 
cyclobutyl, -CH 2 CH 2 -cyclohexyl, -CH 2 CH 2 -cyclopentyl, aminomethyl, and 
N-rm-butoxycarbonylaminomethyl. 

75. The compound according' to Claim 61 wherein R l is selected from 
the group consisting of heteroaryl and substituted heteroaryl groups and Z is a 
bond covalently linking R l to -CX'X"-. 
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76. The compound according to Claim 75. wherein the R 1 heteroaryl 
and substituted heteroaryl groups are selected from the group consisting of 
pyrid-2-yl, pyrid-3-yl, pyrid-4-yl, fluoropyridyls (including 5-fluoropyrid-3-yl), 
chloropyridyls (including 5-chloropyrid-3-yl), thien-2-yl, thien-3-yl, 
benzothiazol-4-yl, 2-phenylbenzoxazoI-5-yl, furan-2-yl, benzofuran-2-yl, 
thionaphthen-2-yl, 2-chlorothiophen-5-yl, 3-methylisoxazol-5-yi, 2- 
(thiophenyl)thiophen-5-yl, 6-methoxythionaphthen-2-yl, 3-phenyl-l,2,4- 
thiooxadiazol-5-yl and 2-phenyloxazol-4-yl. 

.77. The compound according to Claim 61 wherein R 2 is selected from 
the group consisting of.alkyl, substituted alkyl, cycloalkyl, aryl, heteroaryl and 
heterocyclic. 

78. The compound according to Claim 77 wherein R 2 is selected from 
the group consisting of methyl, ethyl, n-propyl, uo-prqpyl, n-butyl, wo-butyl, 
jec-butyl, phenyl, 4-fluorophenyl, 3,5-difluoro-phenyl, 4-methoxyphenyl, 
benzyl, cyclopropyl, cyclohexyl, cyclopentyl, cycloheptyl, thien-2-yl, thien-3- 
yl, -CH 2 CH 2 SCH 3 , -CH 2 OCH 2 tf>,. -CH(CH 3 )OCH 2 <£, -CH(OH)CH 3 and 
-CH 2 OH. 

79. The compound according to Claim 61 wherein X' and X" are 
hydrogen and Z is a bond covalently linking R 1 to -CX'X"-. 

80. The compound according to Claim 79 wherein R 3 is selected from 
the group consisting of hydrogen, methyl or together with'R 4 and the nitrogen 
to which R 3 is attached forms pyrrolidin-2-yl, 2,3-dihydroindol-2-yl, piperidin- 
2-yl, 4-hydroxy-pyrrolidin-2-yl and l,2,3,4-tetrahydroisoquinolin-3-yl. 

81. The compound according to Claim 61 wherein R 4 substituents are . 
selected from the group consisting of hydrogen, methyl, ethyl, wopropyl, 



n-propyl, n-butyl, .rec-butyl, wo-butyl, cyclopentyl, cyclohexyl, allyl, wo-but-2- 
enyl, 3-methylpentyl, -CH 2 -cyclopropyl, -CH 2 -cyclohexyl, -CH 2 -indol-3-yl, 
phenyl, /?-(phenyl)phenyl, /n-(phenyl)phenyl, o-fludrophenyl, m-fluorophenyl, 
/^fluorophenyl, /7-bromophenyl, m-methoxyphenyl, />-methoxyphenyl, 
phenethyl, benzyl, m-hydroxybenzyl, /7-hydroxybenzyl, p-nitrobenzyl, 
/n-trifluoromethylphenyl, /KCH 3 ) 2 NCH 2 CH 2 CH 2 0-benzyl, 
j p-(CH 3 ) 3 COC(0)CH 2 0-benzyl, p-phenylphenyl, 3,5-difiuorophenyl, 
/?-(HOOCCH 2 0)-benzyl, 2-aminopyrid-6-yl, 4-(N-morpholino-CH 2 CH 2 0)- 
benzyl, -CH 2 CH 2 C(0)NH 2 , -CH 2 -imidazol-4-yr, -CH 2 -(3^tetrahydrofuranyl), - 
" CH 2 -thien-2-yl, -CH 2 -thiazol-4-yi, -CH 2 (l-methyl)cyclopropyl, -CH 2 -thien-3-yl, 
thien-3-yl, thien-2-yl, -CH 2 -C(0)0/-butyl, -CH 2 -C(CH 3 ) 3 , -CHjCHCCH^CH^, 
2-methyleyclopentyl, -cyclohex-2-enyl, -CHCCHCCH^JCOOCH,, -(CH^CHa, 
-CH 2 CH 2 N(CH 3 ) 2 , -CH 2 C(CH 3 )=CH 2 , -CH 2 CH=CHCH 3 (cis and trans), 
-CH 2 OH, -CH(OH)CH 3 , -CH(0-r-butyl)CH 3 , -CH 2 OCH 3 , -(CH^NH-Boc, 
-<CH 2 ) 4 NH Jf -(CH 2 ) 4 N(CH 3 ) 2 , -CH 2 -pyridyl, pyridyl, -CH 2 -naphthyI, -CH 2 -(N- 
morpholino)', /?-(N-morpholino-CH 2 CH 2 0)-benzyl, benzo[b]thiophen-2-yl, 
benzo[b]thipphen-3-yl, 5-chlorobenzo[b]thiophen-2-yl, 4,5,6,7- 
tetrahydrobenzo[b]thiophen-2-yl, benzo[b]thiophen-3-yl, tetrazol-5-yl, 5- 
chlorobenzo[b]thiophen-3-yl, benzo[b]thiophen-5-yl, 6-methoxynaphth-2-yl, 
-CH 2 -N-phthalimidyl, 2-methylthiazol-4-yl, and thieno[2,3-6]thiophen-2-yl, 
5-bromothien-2-yl, 4-bromothien-2-yl, 5-chlorothien-2-yl, 3-phenoxyphenyl, 
2-phenoxyphenyl, 4-ethylphenyl, 2-benzylphenyl, (4-ethylphenyl)phenyl, 4-tert- 
butylphenyl, 4-n-butylphenyl, o-(4 T chlorophenoxy)phenyl, furan-2-yl, and 4- 
phenylacety Ienylphenyl . 

82. The compound according to Claim 61 wherein Z is a covalent bond 
linking R 1 to -CX'X"- and R 4 and R 5 are fused to form a cycloalkyl group 
selected from the group consisting of cyclopropyl and cyclobutyl. 
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83. The compound according to Claim 61 wherein Z is a covalent bond 
linking R> to -CX'X"-, X is -C(0)Y and Y is selected from the group 
consisting of hydroxy, alkoxy or substituted alkoxy. 

84. The compound according to Claim 83 wherein Y is alkoxy or 
substituted alkoxy selected from the group consisting of methoxy, ethoxy, n- 
propoxy, tw-propoxy, n-butoxy, isobutoxy,. re/r-butoxy, ^o-pentoxy, " 

■ benzyloxy, 2-phenylethoxy, 3-phenyl-/i-propoxy, 3-iodo-/x-propoxy, 4-bromo-n- 
butoxy., -ONHC(0)OC(CH 3 ) 3 , -ONHC(CH 3 ) 3 and hydroxy. 

85. The compound according to Claim 61 wherein Z is a covalent bond 
linking R' to -CX'X"-, X is -C(0)Y and Y is -NR'R" . 

86. The compound according to Claim 85 wherein Y is selected from 
the group consisting of amino (-NEy, -NH^o-butyl), 
-NH(jec-butyl), N-methylamino, N,N-dimethylamino, N-benzylamino, 
N-morpholino, azetidino, N-thiomorpholino, N-piperidinyl, 
N-hexamethyleneimino, N-heptamethylene-imino, N-pyrrolidinyl, -NH- 
methallyl, -NHCH 2 -(furan-2-yl), -NHCH 2 -cyclopropyl, -NH(re/r-butyl), -NH(p- 
methylphenyl), -NHOCH 3 , -NHCH^-fluorophenyl), -NHCH 2 CH 2 OCH 3 , -NH- 
cyclopentyl, -NH-cyclohexyl, -NHCH 2 CH 2 N(CH 3 ) 2 , -NHCH 2 C(CH 3 ) 3 , -NHCH 2 - 
(pyrid-2-yl), -NHCH 2 -(pyrid-3-yl), -NHCH 2 -(pyrid-4-yl), N-thiazolindinyl, 
-N(CH 2 CH 2 CH 3 ) 2 , -NCCH.CHCCH,),],, -NHOH, -NH^-NO,-*), -NHCH 2 (p- 
NO 2 -0), -NHCH 2 (m-N0 2 -£), -N(CH 3 )OCH 3 , -N(CH 3 )CH 2 -<£, -NHCH 2 -(3,5-di- 
fiuorophenyl), -NHCH 2 CH 2 F, -NHCH 2 (p-CH 3 CHO, -NHCH 2 (/tz-CH 3 O-0), 
-NHCH 2 0>-CF 3 -<*0 ( -N(CH 3 )CH 2 CH 2 OCH 3 , -NHCH 2 CH 2 tf, -NHCH(CH 3 )*, 
-NHCH 2 -(p-F-<£), -N(CH 3 )CH 2 CH 2 N(CH 3 ). 2J -NHCH r (tetrahydrofuran-2-yl), 
-NHCH 2 (p-trifluoromethylphenyl), -NHCH 2 C(CH 3 )=CH 2 , -NH-[(p- 
benzyl)pyrid-4-yI], -NH-[(2,6-dimethyl)pyrid-4-yl], -NH-(2-methylcyclohexyl),- 
-NH-(4-methylcycIohexyl) , -NH-[N-ethoxycarbonyl]-piperidin-4-yl, 
-NHOC(CH 3 ) 3 , -NHCH 2 CH 2 CH 2 CH 2 -<£, -C^NHCCH^O-Cp-CH,)*, 



-C(0)NH(CH2) 4 NH 2 , -NH-(tetrahydrofuran-2-yl), -N(CH 3 )<£, 
-NH(CH2) 4 NHC(0)-(2-hydroxy-4-azido)-phenyl and -NH(CHj) 6 -(biotinamidyl). 

87. The compound according to Claim 61 wherein X is -C(0)Y and Y 
is selected from the group consisting of -CH 2 CH 2 CH 2 CH(CH 3 ) 2 , -CH 2 OH, 
-CH(OH)CH 2 CH 2 CH(CH 3 ) 2 , -CH(OH)tf>, -CH(OH)CH 2 C(0)OCH 3 , 
-C(OH)(CH 3 ) 2 , -CH 2 OCH 3 , -CH 2 OC(0)OCH 3 , and -CH 2 OC(0)C(CH 3 ) 3 , 
methyl; ethyl, xyo-propyl, /i-propyl, iso-butyl, /z-butyl, sec-butyl, tert-butyl, - 
CH 2 CH 2 CH(CH 3 ) 2 , -CH 2r pyridy-2-yl, -CH 2 -pyridy-3-yl, 
-CH 2 -pyridy-4-yl, -CH 2 -fur-2-yl, benzyl, cyclopentyl, phenyl, and 
-NH-S0 2 -CH 3 . 

88. The compound according to Claim 61 wherein Z is a covalent bond 
Unking R 1 to -CX'X"-. 

89. The compound according to Claim 61 wherein the compound of 
formula I is selected from the group consisting of: 

N-[N-(3 ,5-difluorophenylacetyl)'-L-alaninyl]-(S)-2-aminohexanoate methyl 
ester 

iV-CiV-CS.S-difluorophenylacetyO-L^alaninyy-L-histidine methyl ester 

N-benzyl-N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 

' iV'-2-(A^,iV-dimethylamino)ethyl-iV'-[iV'-(3,5-difluorophenylacetyl)-L- 
alaninyl]-(S)-2-aminohexanamide 

iV"-(2rmethoxyethyl)-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 

iV-2-(iV,iV-dimethylamino)ethyl-iV'-[A''-(3,5-difluorophenylacetyl)-L- 
alaninyl]-L-phenylalaninamide 

iV-(4-pyridyl) methyl-iV'- [iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 
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iV-(3-pyridyl)methyI-/V'-[A'-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide . - 

iV-(4-pyridyl) methyI-iV'-[//-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2 
aminohexanamide 

N-[N-Q ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-aminohexanoate tert- 
butyl ester 

A^-[iV'-Cpent^-enoyl)-L-alaninyl]-L-phenylalaiiine methyl ester 

iV-[A^-(dec-4-enoyl)-L-alaninyl]-L-phenylaIanine methyl ester 

•^-C^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4.-[3-(A^,iV- 
dimethylamino)propoxy]phenylalanine methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4-[(/m- 
butyloxycarbonyl)methoxy]phenylalanine methyl ester 

N-IN-Q ,5-difluorophenylaceryl)-L-alardnyl]-L-tyi'osine methyl ester 

//-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4- 
(carboxymethoxy)phenylalanine methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-4-(2- 
morpholinoethoxy)phenylalanine methyl ester 

iV-[A^-(3,5-difluorophenylacetyl)-L-alariinyl]KS)-2-amino-6-(//,iV- 
dimethylamino)hexanoate methyl ester . 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(2- 
pyridyOpropionate methyl ester 

iV^[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(3- 
pyridyl)propionate methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-proUne methyl ester 

l-[^-(3,5-difluorophenylacetyl)-L-alaninyl]piperidine-2-carboxylate 
methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3r(4- 
pyridyl)propionate methyl ester 

iV-[iV-(3,5-difluorophenyIacetyl)-L^alaninyi]-2-amino-3- 
methoxypropionate methyl ester 



iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-3- 
morpholinopropionate. methyl ester 

iV-(2-meth6xyethyl)-Ar^[iV-(3 > 5Klifluorophenylacetyl)-L-alan^ 
morpholinoethoxy)phenylalaninamide 

^K2-methoxyethyl)-iV^[iV-(3,5^ifluorophenylacetyl)-L-alaninyl]-2- 
amino-3-methoxypropionamide 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]glycine methyl ester 

iV-(2-memoxyethyl)-iV'-[A^(34^ifluorophenylacetyl)-L-aIaninyl]-2- 
amino-3-(4-pyridyl)propionamide 

iV-(2-methoxyethyl)-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-2- 
amino-3-(2-pyridyl)propionamide 

iV-[iV-(3,.5-difluorophenyiacetyl)-L-alaninyl]-(S)-2-amino-3-(thiazol-4- 
yl)propionate methyl ester 

2-[A^-(3 ,5-difluorophenylacetyl)-L-alaninyl]- 1 ,2,3 ,4- 
tetrahydroisoquinoline-3-carboxylate methyl ester .. 

iV-(3-methoxybenzyl)-iV'-[//-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

iV-[iV-(3,5^ifluorophenylacetyl)-L-alaninyl]-(S)-2-amino-3-(l- 
naphthyl)propionate methyl ester . 

N-[N-(3 ,5-difluorophenylacetyl)-L-alamnyl]-(S)-2-amino-3-(2- 
naphthyl)propionate methyl ester 

N-[N-(3 ,5-difluorGphenylacetyl)-L-alajiinyl]-(S)-2-amino-3-(2- 
thienyl)propionate methyl ester 

//-[^-(S.S-difluorophenylacetyO-L-alaninyll-L-phenylalanine benzyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanine 3-bromo- 
propyl ester 

N-[N-(3 ,5-difluorophenyIacetyl)-L-alaninyl]-L-pheny Ialanine 3- 
iodopropyl ester 

^-[^-(S.S-difluorophenylacetyO-L-alaninylJ-L-leucine rerr-butyl ester 
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iy'-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(2- 
pyridyl)acetamide 

iVHAK3,5-difluorophenyIacetyl)-L-ala^^^ 
pyridyl)acetamide 

5 iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-i^^ 

lysine methyl ester 

methyl N-[//-(3,5^ifluorophenylacetyl>^ 
.phenylbutanoate 

N-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]glycirie2-phenylethyl ester 

10 iV-[iV-(3,5Klifluorophenylacetyl)-L-alaninyl]glycine3-phenylpropyl ester 

N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(4- 
pyridyl)acetaniide 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-threonine methyl ester 
N -[iV-(phenylacetyl)-L-alaninyl]-L-leucinamide 
15 iV'-[iV-(phenylacetyl)-L-alaninyl]-L-alaninamide 

iV'-[iV-(phenylacetyl)-L-alaninyl]-L-phenylalaninamide 
N -[iV-(phenylacetyl)-L-aIaninyl)-L-valinamide 

N-[N-(3 ,5-difluorophenylaeety i)-L-alaninyl]-2-amino-2-(3-pyridyl)acetate 
ethyl ester • 

20 //--methyl-N / -[//-(phenylacetyl)-L-alaninyl]-L-leucinamide 
Ar,jVHiimethyl-Ar'-[iV-(ph^^^ 

iV,iV-dimethyl-iV -[/V-(phenylacetyl)-L-alaninyl]-L4eucinainide .. 
A^iV-dimethyl-iV'-[i^ 

iV-methyl-iV -[A^(phenylacetyl)-L-alaninyl]-L-phenylalaninamide 

25 W-methyl-A^N-Cphenylacetyl)^ 

^-methyl-^'-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2- 
aminohexanamide 



A^jV-dimethyl-Af'-[^ 
aminohexanamide 

jV^-[A43,5-difluorophenylacetyl)-^ 

i^[Ar-(3,5Hjifluorophe^ 
methoxyphenyl)acetate methyl ester 

N-[N-(3 ,5nlifluorophenylacetyl)-L-alaiunyl]-2-amino-2-(4- 
methoxyphenyl)acetate methyl ester 

V-[N-(3,5niifluorophenylace^ 
ethyl ester 

tf.jiV-(3,5-difluorophenylace^ 
ethyl ester 

i^-[iV-(cyclohexylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

iV^[iV-(cyclopentylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

^-[^-(cyclohex-l-enylacetyO-L-alaninyll-L-phenylalanine methyl ester 

tf-[jV-(3 ,5-difluorophenylacetyl)-L-alaninyl]- 1-aminocyclopropane-l- 
carboxylate methyl ester 

iV-2-(iV,^imethylami^ ,5- 
difluorophenylacetyl)-L-alaninyl]-L-alaninamide 

^-[^/-(cyclopropylacetyO-L-alaninyll-L-phenylalanine methyl ester 

A r -[iV-(3,5-dinuorophenylacetyl)-Lralaninyl]glycine benzyl ester 

iV-[iV-(isovaleryl)-L-phenylglycinyl]-L-alanine ethyl ester 

N-[A^(3-nitrophenylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-alanine ethyl ester 

N-[^V-(3-nitrophenylacetyl)-L-alaninyl]glycine ethyl ester 

AT-hydroxy-W4iV-(3-nitrophenyla«^ 

iV-[A^-(isovaleryl)-L-phenylglycinyl]-L--alanine iro-butyl ester 
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N-[iV-(3-nitrophenyIacetyl)-L-aJaninyl]-2-amino-3-(3- . ■ 
hydroxyphenyl)propionate methyl ester 

A4iV-(3-iutrophenylare ethyl ester 

N-[iV-(isovaleryl)-L-is6leucinyl]-L-alanine wo-butyl ester 

tf-[iV-[AHisovalei70^ 
ester 

^^(isovalery^-L-phenylal^ wo-butyl ester 

2V"-[iV-(3,5-difluorpphenylacetyl)-L-alaninyl]-L-alanine ethyl ester 

l-[N-(3-nitrophenylace^ 
ester . 

iV'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-alaninar^ 

iV-methoxy-iV-methyl-^H^Hisovate^ 

iV-/jo-butyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-ala^ 

N,iV-di-n-propyl-iV'-[A^-(3,5-dinuorophenylacetyl)-L-alanin 
alaninamide 

iV'-[N-(3,5-difluorophenylacetyl)-L-alaninyl]-L-valinamide 

iV-(4-nitrophenyl)-iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

N'-BV-[tf-(isoval^ 

N-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanin methyl ester 
iV'-[iV-(3 ,5-difluoropheny^ 

iV-^o-butyl-iV'^iV-CisovaleryO-L-phenylglycinyO-L-alanin 

#-(2-methoxyethyl)-iVHiV^^ 
phenylalaninamide 

N-(4-nitrobenzyl)-N'-[^ 
alaninamide 



JV-(4-nitrophenyl)-i^ 
alaninamide 

AH4-nitrophenyl)-Ar-[#^ 

phenylalaninamide ' " 

iV-benzyl-iV-methy i-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
aianinamide 

iV-(3 ,5-difluorobenzyl)-//'-[iV-(3 ,5-difluorophenylacetyl)rL-alaninyl]-L- 
. alaninamide 

iV-(3-nitrobenzyl)-ArV[AK3,5^ 
alaninamide - 

iV-benzyl-AT'-[iV-(3,5Kiifl^ 

iV-(4-nitrpbenzyl)-A r '-[iV-(3 , 5-dxfluorophenylacetyl)-L-alaninyl]-L- 
phenylalaninamide 

iV-[iVH3,5-difIuorophenylacetyl^^ methyl ester 

Ar-(4-methoxybenzyl)-iV-[iV-(3 , 5nlifluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

//-[iV-(phenylacetyl)-L-phenylglycinyl]-L-alanine ethyl ester 

iV-[iV-[^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-phenylal^^^ 
phenylglycine methyl ester 

^[^-(cyclohexylacetyO-L-phenylglycinyll-L-alanine ethyl ester 

N-[N-(3 ,5-difluorophenyIacety l)-L-alaninyl]-L-phenylglycine methyl ester 

//-[A^-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-alariinyl]-L- 
phenylglycine methyl ester 

i^-(2-phenylethyl)-iV , -[Ar-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

tf'-fiV-P^-difluorophenyla^ 

A^[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-ajminc>-3- 
cyclohexylpropionate methyl ester 



JV-(2-methoxyethyl)-iV-[iV-(^ 
amino-3-(4-nitrophenyl)propionamide 

, iV-[iV-(3-nitxophenylacetyl)-L-alaninyl]-L-serine ethyl ester 

iV-[(R)-a-methylbenzyl> 
alaninaxnide * 

tf-[(S)-a-methylbenzyl]-A^^ 
alaninamide 

A^(4-fluorobenzyl)-iV'-[AH3,5^i^^ 
alaninamide 

N-(4-pyridylmethyl)-AT'-[^ 
alaninamide 

iV-(4-mfluoromethylbenzyiy^ 
. L-alaninamide 

jV-[iV<3,5-difluorophenylacetyl)-L-^ 
.ethyl ester 

N-lN-0 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylalanine fert-butyl 
ester 

i\T-[jV-(3,5-difluorophenylace^ 
methyl ester 

iV-[N-(3,5Hiifluorophenylacetyl)^ 
ethyl ester 

^(2-metJioxyethyl)-iV , -[N-(3,5-difluorophenylacetyl)-L^^ 
phenylglycinamide 

iV-[N-(isovaleryl)-2-amino-2-cyclohexylacetyl]-L-alanine ethyl ester 

tf-2-(iV,iVKiimethylamino)ethyl^^^ 
alaninyl]-L-phenylglycinamide 

j^(2-pyridylmethyl)-W-^^ 
phenylglycinamide 

7/-[N-(3-pyridylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 
iV-[iV-(2-pyridylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 
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^-[^-(^pyridylacety^-L-alaninyn-L-phenylalanine methyl ester 

N-{N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(4- 
fluorophenyl)acetate ethyl ester 

N-[N-(3,5-difludrophenylacetyl)-L-alaninyl]-2-amino-2-(2- 
5 fluorophenyl)acetate ethyl ester 

iV-[iV-(3,5Hdifluorophenyte ester 

.iV-[iV-(3,5-difluorophenylac^^ 
phthalimidopropionate ethyl ester 

N-[iV^(3,5-difluorophenylac^ . 
10 ester 

iV'-fe/t-butyl-N-[iV-(3,5-dinuorophenylacetyl)-L-alanin 
phenylglycinamide 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycine rerr-butyl 
ester 

15 iy'-[N-(3,5-difluorophenylace 

4-[N-[iV-(3-nitrophenylacetyl)-L-^ 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-valine ethyl ester 

iy-[iV-(3-mtrophenyte methyl ester 

//-[#-(3 ,5-difluorophe^ 
20 methyl ester 

4-[iV-[AT-(3-nitrophenylacetyi)-L-alaninyl]-(S)-2-amino-3- 
butoxybutyryl]morpholine 

4-[#-[iV-(3-nitrophenylacety^^ 

A^-[iV-(3-riitrophenylacetyl)-L-alaninyl]-L4soleucine methyl ester 

25 iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-isoleucine 

iV-[#-[AK3-nitrophenylacety^ ethyl 
. ester 
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iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-(S)-'2-aminopentanoate methyl 
. ester 

iV-[iV-(3-nitrophenylacetyl)^L-alaninyl]-L4eucine methyl ester 

AT-[N-(3,5Hiifluorophenylacetyl)-L-alariinyl]-L-leuctne methyl ester 

5 iV-2-methoxyethyl-iV'-[iV-(3 ,5-difluorophenylacety l)-L-alaninyl]-L- 

alaninamide 

Ar-2-(i^A^imethylamino)eto^^ 
alaninyl]-L-alaninamide 

iV-cyclohexyi-N'-[iV-(3 ,5-difluorophenylaeetyl)-L-alaninyl]-L-alaninamide 

10 iV-neopentyl-A r '-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-alaninamide 

iV-tetrahydrofurfuryl-iV -[tf-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
alaninamide 

iV-2-pyridylmetftyl-iV^ 
alaninamide 

15 3-[Ar.[iV-(3,5-difluorophenyla:cetyl)-L-alaninyl]-L-alani 

iST-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-(S)-2-amm 
ester 

iV^[A^(3-nitrophenylacetyl)-L-alaninyl]-(S)-2-aminobutanoate methyl ester 

N-(R)-sec-butyl-N'-[N-(3 ,5-difluorophenylacetyl)-L*alaninyl]-L- 
20 alaninamide 

l-[^-[/^-(3,5-difluorophenylacetyl)-L-alaninyl]-L-aIaninyl]py^ 

iV r -(S)-^c-butyl-iV , -[iV-(3,5-difluorophenylacetyl)-L-^^ 
alaninamide . 

N-[N-(3 ,5-difluorophenyIacetyl)-L-alaninyl]-L-valine methyl ester 

25 #L2-fluoroethyl-N^ 
alaninamide 

iV-[(S)-6-methyl-3<>xohept-2-yl]-tf^^ 
alaninamide ... 
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A^-nitrobenzyI-iV'-[^ 
aminobutyramide 

iV-4-nitrobenzyl-AT^ 
aminopentanamide 

5 N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2-(3- 

fluorophenyl) acetate methyl ester 

iV'-[AH3 ,5Kfcfluoropheny ^ 
thienyl)acetamide 

A^[A r -(3,5-difluorophenyiacetyL)-L-alaninyl]-2-amino-2-(5^ 
10 _ _ chlorobenzothiophen-:2-yl)acetate methyl ester 

iV-[iV-(3 ,5Hiifluorophenylacetyl)-L-alajiinyl]-2-amino-2-(benzothiophen-2 
yl)acetate ethyl ester 

iV-[iV-(3 ,5^ifluorophenylacetyl)-L-alaninyl]-2-amino-2-(benzothiophen-3 
yl)acetate methyl ester 

15 N-[N-(3 ,5-difluorophenylacetyl)-L-alaiiinyl]-2-amino-2-(2-thienyl)acetate 

methyl ester 

AKAH3 ,5-difluorophenylace^ 
yl)acetate ethyl ester 

N-[N-(3 ,5-difluorophenylacetyi)-L-alaninyl]-(S)-2-amino-2-(2- 
20 thienyl)acetate methyl ester 

iV-[W-(3 ,5-difluorophe^ 
thienyl)acetate terr-butyl ester 

iV-[iV-(3,5-difluorophen^ 
thienyl)acetic acid 

25 A^[A43,5-difluorophenylacetyl)^ 
yl)acetate methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L^ 
naphthyl)acetate methyl ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-2-amino-2~(3- 
. 30 trifluoromethylphenyl)acetate methyl ester 
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^-[iV-(3,5-difluorophenylacetyl)-L-alaninyI]-2-amino-2-(4,5,6,7- 
tetrahydrobenzothiophen-2-yl)acetate methyl ester 

iV-[iy-(3,5^ifluorophenylacetyl)-L-alanmyl]-2-anuno-2-(thieno[2,3- 
£]thiophen-2-yl)acetate methyl ester 

A^-[A^(3,5-difluorophenylacetyl)-L-aIaninyI]-2-amino-2K2-methylthiazol- 

4- yl)acetate methyl ester 

(3S,4S)-iY-[iV-(3,5-difluorophenylacetyl)-L-alanmyl]^-amino-3-hydroxy- 

5- phenylpentanoate methyl ester . 

M[iV-(3,5-difluorophenyIacetyl)-L-alaninyI]-(S)-2-aminohex-4-enoate 
methyl ester 

iV-[iV-(cyclopropylacetyl)-L-alamnyl]-L-phenylglycine ten-butyl ester 

tf-rm-butyl-Ar'-CiV'-p 
(4-pheriylphenyl)acetamide 

iV-[W'-(3,5-difluorophenylacetyl)-(S)-2-aminobutanoyl]-L-phenylglycuie 
fm-Butyl Ester 

iV-[//-(3,5-difluorophenylacetyl)-L-valinyl]-L-phenylglycinerertrbutyl 
ester 

^-[^-(S.S-difluorophenylacetyO-L-methioninyll-L-phenylglycine methyl 
ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-valinyl]-L-phenylglycine methyl ester 

iV-[iV-(3 J 5-difluorophenylacetyl)-2-aminobutanoyl]-L-phenylglycine 
methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-leucinyl]-L-phenylglycine methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-phenylalaninyl]-L-phenylglycine 
methyl ester 

N-iN-(3 ,5-difluorophenylacetyl)glycinyl]-L-phenylglycine methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-phenylg!ycinyl]-L-phenylglycine 
methyl ester 

iV-[^(phenylacetyl)-L-alaninyl]-L-alanine methyl ester 
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iV-[N-(phenylacetyl)-L-alaninyl]-L-leucine methyl ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-isoleucine methyl ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-L-proline methyl ester 

^-[^-(phenylacetyl)-L-alaninyl]-L-phenylalanine methyl ester 

^-[iV-(phenylacetyl)-L-alanmyl]-iV,-(re/T-butoxycarfaonyl)-L-lysine methyl 
ester • ' 

//-[iV-(phenylacetyl)-L-alaninyl]-glycine methyl ester 

iV-[iV-(phenyIacetyl)-L-alaninyl]-L-valine methyl ester 

iV-[iV-(phenylacetyl)-L-alaninyl]-(S)-2-aminobutanoate methyl ester 

iV-CA/'-CphenylacetyO-L-alaninyll-CSJ^-aminopentanoate methyl ester 

iV-[iV-(3-nitrophenylacetyl)-L-alaninyl]-L-valine 

iV-[A^-(phenylacetyl)-L-aIaninyl]-L-A^-methylalaiune methyl ester 

iV-[//-(isovaleryl)-L-phenylglycinyl]-L-alanine fjo-butyl ester 

iV-[iV-(isovaleryl)-L-isoleucinyl]-L-alanine uo-butyl ester 

iV-Cyclohexyl-A^'-[Ar-(3,5-difluorophenylacetyl)-L-alaninyl]-L- 
pheny Iglycinamide 

iV-[iV-(3,5-difluorophenylacetyl)-L-aIaninyl]-L-4-hydroxyproline ethyl 
ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-lysme methyl ester 

N-[N-(3 ,5-difluoropheny lacetyl)-L-alamnyl]-L-glutamide 

l-[^-(3,5^ifluorophenylacetyl)-L-alaninyl]piperidine-2-<arboxylate 
methyl ester 

iV-[(S)-3-hydroxy-6-methylhept-2-yl]-N'-(3,5-difluorophenylacetyl)-L- 
alaninamide 

AH(S)-2-hydroxy- 1 -phenyleth- l-yl]-N'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 
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A4W-(3,5-difluorophenyl-a-fluoroacetyl)^ 
re/r-butyl ester 

#-[#-(3 ,5^ifluorophe^ 
phenylglycine methyl ester 

iV-[(lR,2S)-l-hydroxy-l-ph 
L-alaninamide 

AT-[(lR,2S)-l-hydroxy-l,2-diphenyleth-2-yl]-iV'-(3,5- 
. difluorophenylacetyl)-L-alaninamide 

N- [( 1 S ,2R)- 1 -hydroxy- 1 -pheny lprop-2-yl]-iV '-(3 , 5-difluorophenylacetyl)- 
L-alaninamide - 

iV-2-methoxyethyl-^'-[^ 
glycinamide 

iV-[(S)-a-hydroxy-a-phenyW^ 
alaninamide 

JV-[(S)-2-hydroxy- 1 ,2-diphenylethyl]-N'-(3 ,5-difluqrophenylacetyl)-L- 
alaninamide 

N-[(S)~ 1 -hydroxyhex-2-yl]-N'-(3 ,5-difluorophenylacetyl)-L-alaninamide 

iV-[a-hydroxy-a'-(4-hydroxyphenyl)-i50-propyl]-N f -(3,5- 
difluorophenylacetyl)-L-alaninamide 

iV-2-pyridylmethyl-JV'-[i^ 
pheny lalaninamide 

iV-[a-hydroxy-a'-pyrid-2-yl-^ 
alaninamide 

iV-[a-hydroxy-a'-pyrid-4-yl-tf0-pro^ 
alaninamide 

iV-[(S)-l-hydroxy-4-methylpent-2^ 
alaninamide 

iV-[a-methoxy-prop-2-yl]-N' -(3 ,5-difluorophenylacetyl)-L-alaninamide 

iV-[l-hydroxy-3-methyl-but-2-yl]-N'-(3,5-difluorophenylacetyl)-L- 
alaninamide 
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Af-[iy-(3,5-difluorophenyte^ 
yl)acetate methyl ester 

1 -hy droxy-prop-2-yl]-NX^ 

iV-[(S)-2-methoxy-l-phenyte^ 
alaninamide 

* iV-[(S)-l-methoxy-2-phenyl^ 
alaninamide 

AK(S)-l-acetoxyhex-2-yl]-N'-(3,5-d^ 

iV-[(S)-l-(/e/t-butylcarbonyloxy)-hex-2-yl]-N'-(3,5-difluorophenylacetyl) 
L-alaninamide 

iV-[2-hydroxy-l-(thien-2-yl)ethyl]-^ 
alaninamide 

iV-[(S)-2-hydroxy-2-methyl-l-phenylprop-l-yl]-N'-(3,5- 
difluorophenylacetyl)-L-alaninamide 

■» 

N-[iV-"(3 , 5-difluorophenylacety l)-L-(thien-2-yl)glycinyl]-L-phenylalanine 
ferr-butyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-phenylglycinyl]-L-phenylglycinol 

^-[/^(cyclopropaneacety^-L-phenylglycinyy-L-phenylglycinol 

iV-[N-(cyclopentaneacetyl)-L-phenylglycinyl]-L-phenylglycinol 

iV-[iV-(3, 5-difluorophenylacety l)-D,L-phenylglycinyl]-D,L- 
phenylglycinamide 

N-[N-(3 ,5-difluorophenylacetyl)-D ,L-valinyl]-D,L-phenylglycinamide 

iV-[N-(2-thienylacetyl)-L-alaninyl]-L-phenylglycinaniide 

A/'-tiV-C/z-caprotyO-L-alaninylJ-L-phenylglycinamide 

iV-CiV-CS.S-difluorophenylacetyiy-L-norlelucinyll-L-phenylglycine methyl 
ester 

iV-[iV-(3 ,5-difluorophenylacetyl)-L-norvalinyl]-L-phenylglycine methyl 
ester 



A^[A^(3,5-dinuorophenylacetyl)-L-re/r-leucinyl]-L-phenylglycin^ methyl 
ester 

N-[N-(3 ,5-difluorophenylacety l)-L-isoleucinyl]-L-phenylglycine methyl 
ester 

N-[N-(3 ,5-difluorophenylacetyl)-L^yclohexylalaninyl]-L-phenylglycine 
methyl ester 

A^tf-(3 ,5^fluorophenylacetyl)-(S) 
phenylglycine methyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-(S)-2-amino-2-(thien-3-yl)acetyl]-L- 
phenylglycine methyl ester 

iV-[iV-(3 ,5nlifluorophenylacetyl)-(S)-2-amino-2-(thien-2-yl)acetyl]-L- 
phenylglycine methyl ester 

iV-[iV-(3 ,5-difluoropheny lacetyl)-L-(4-fluorophenyl)glycinyl]-L- 
phenylglycine methyl ester 

. N-[N-(3 ,5-difluorophenylacetyl)-D-(4-fluorophenyl)glycinyl]-L- 
phenylglycine methyl ester 

iV-[iV-(3,5nlifluorophenylacetyl)-L-(4-methoxyphenyl)glycinyl]-L- 
phenylglycine methyl ester 

iV-[AK3 ,5-difluorophenylacetyl)-^ 
butyl ester 

/s^[iV-(cyclopropylacetyl)-L-phenylglycinyl]-L-phenylglycine tert-butyl 
.ester. 

^-[^-(cyclopentylacetyO-L-phenylglycinyll-L-phenylglycine rerr-butyl 
ester 

A^[iV-(re/r-butylacetyl)-L-alaninyl]-L-phenylglycinamide 

N-tert-butyl-N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-(5- 
bromothien-2-yl)glycinamide 

N-rerr-butyl-iV'-fA^CS.S-difluorophenylacetyO-L-alaninyll-D-CS- 
bromothien-2-yl)glycinamide 

iV-^/t-butyl-A^ f -[A r -(3,5-difluorophenylacetyl)-L-alaninyl]-L-^^ 
bromothien-2-yl)glycinamide 
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iV-tett-butyl-iV'-[^ 
yl)glycinamide 

iV-te/r-butyl-iV'-[W-(3^ 
yl)glycinamide 

i^f*rr-butyl-2^-[iV-^ 
yl)glycinamide 

iV-re/r-but7l-^ , -[A r -(3,5-difluorophenylacetyl)-L-al^ 
yl)glycinamide 

iV-re/r-butyl-iV'^ 
phenylglycinamide 

iV-r£/T-butyI-AT'-[AH3,5-dm^ 
phenylglycinamide 

chlorothien-2-yl)glycinamide 

iV-Cyclohexyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L T alaninyl]-D-4- 
(phenyl)phenylglycinamide 

iV-^rr-butyl-iV'-^^S.S-difluorophenylacety^-L-alaninyll-L^- 
(phenoxy)phenylglycinamide 

A r -(S)-(-)-a-methylbenzyl-A^'-[A r -(3,5-difluorophenylace^ 
D , L-pheny Iglycinamide 

A^r^7t-butyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alaniny 
(phenyl)phenylglycinamide 

iV-re/r-butyl-iV / -[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4- - 
(ethyl)phenylglycinamide 

//-te7T-butyl-AT-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-2- . 
(phenyl)phenylglycinamide 

iV-te/T-butyl^V'-[^ 
(benzyl)phenylglycinamide 

N-tert-butyl-N '-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L-4- 
bromophenylglycinamide 
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A r -^rr-butyl-A r '-[iV-(3,5-difluorophenylacetyl)-L-alaninyl^ 
(cyclohexyl)phenylglycinamide 

iV-terr-butyl-iV '-[W-(3 ,5-difluorophenylacetyl)-L-aIaninyl]-L-4-(4- 
ethylphenyl)phenylglycinamide 

Ar-re/T-butyl-A^'-[A^(3,5Hdifluorophenylacetyl)-L-aianm^ 
butyl)phenylglycinamide 

iV-ren-butyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L-3-(4- 
chlorophenoxy)phenylglycinamide 

iV-cyc!ohexyl-A^'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L^ 
(phenyl)phenylglycinamide - 

iV-[A^-(3,5-difluorophenyl-a-hydroxyacetyl)-L-alaninyl]-L-phen 
fe/?-butyl ester 

iV-rerr-butyl-tf'-[^ 
phenylglycinamide 

N-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D-phenylglycine rerr-butyl 
ester 

N-[(S)~ 1-oxo l-phenylprop-2-yl]-iV '-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L-(pyrid-3-yl)glycine ten- 
butyl ester 

[N-[N-(3 ,5-dinuorophenylacetyl)-L-alaninyl]-D ,L- 
phenylglycinyl]morpholine 

iV-(W-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D ,L-(2- 
methoxy)phenylglycine methyl ester 

N-[iV-(3,5^ifluoro 

butoxycarbonyl(hydroxyi amine) ester 

iV-neopentyl-iV'-[iV-(3,5-difluorophenylacetyl)-L-alanin 
phenylglycinamide 

iV-tetrahydrofurfuryi-tf^i^ 
phenylglycinamide 
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iV-methoxy-iV'-[jV-(3,5Kiifluoro^ ' 
phenylglycinamide 

[iV-[iV-(3 ,5-<lifluorophenylacetyl)-L-alaninyl]-D ,L- 
phenylglycinyl]azetidine 

A^uo-butyl-N / -[Ar-(3,5^ifluorophenylacetyl)-L-aIan^ 
phenylglycinamide 

iV-cyclopropanernethyl-iV'-[iV-(3 ,5-difluorophenylacetyl)-L-alaninyl]-D,L- 
phenylglycinamide 

Af-met±ioxy-Ar-methyl-Ar-[A^ 
phenylglycinamide 

AT-2-methylprop-2-enyl-AT-^ 
phenylglycinamide 

iV-(pyridO-yl)methyl-iV'-[^ 
phenylglycinamide 

A^(pyrid^-yl)methyl-iV'-[iV-^ 
phenylglycinamide 

iV-furfuryl-iV'-^ 
phenylglycinamide 

iV-cycldpentyl-A^ / -[A r -(3,5-difluorophenylacetyl)-L-al^ 
phenylglycinamide 

iV-l-benzyIpiperidin-4-yl-iV '-[A^(3,5-difluorophenylacetyl)-L-alaninyl]- 
D,L-phenylglycinamide 

A^,iV-dimethyl-A^'-[A^(3,5-difluorophenylacetyl)-L-alanin^ 
phenylglycinamide 

JV-2 ,2,6, 6- tetrame thylpiperidin-4-yl-//'-[iV-(3 ,5-difluoropheny lacetyl)-L- 
alaninyl]-D,L-phenylglycinamide 
) ' . 
A^-methylcyclohexyl-W'^ 
phenylglycinamide 

iV^-methylcyclohexyl-AT'-[A^ 
phenylglycinamide 



tf-l-ethoxycarbony^ 

alaniny 1]-D ,L-pheny Iglycinamide 

iV-methyl-WH^-(3,5Kiifluoropheny^ 
phenylglycinamide 

W-fm-butoxy-#'-[iV-(3,5^ 
phenylglycinamide 

N-{N-(3 ,5^iinuorophenylacetyl)-L-alaninyl]-D,L-phenylglycine N-tert- 
butyi(hydroxylamine) ester 

N-[N-Q ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycine hydrazide 

A^(l-ethoxyethen- l-yl)-[iV'-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycine hydrazide 

iV-[iV-(phenylacetyl)-L-alahinyl]-L-phenylglycine cert-butyl ester 

iV-4-(phenyl)b utyl-iV '-(W-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

iV-3-(4-i<xiophenoxy)propyl-A^'-[i^(3,5^ifluorophenylacetyl)-L-ala 
L-phenylglycinamide 

iV-6-(amino)hexyl-iV'-[iV-(3,5-di^^ 
phenylglycinamide Hydrochloride 

N-l -(phthatimido)pent-2-yWV'-(3 ,5-difluorophenylacetyl)-L-alaninamide 

N-[N-(3 ,5-difluorophenyIacetyl)-L-(3 ,5-difluorophenyl)glycinyl]-L-(3,5- 
difluorophenyl)glycine methyl ester 

iV-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-L-norleucine 

A^-[iV-(cycIopentaneacetyl)-L-alaninyl]-L-phenylglycine rm-butyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4-fluorophenylglycine iso- 
propyl ester 

iV-(isopropyl) iV'-[7V-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L- 
phenylglycinamide 

//-[iV-(cyclopentylacetyl)-L-alaninyl]-L-phenylalanine rerr-butyl ester 
A^-[/*/-(cyclopropylacetyl)-L-alaninyi]-L-phenylalanine rerr-butyl ester 
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N-[N-(3 ,5-Difluorophenylacetyl)-L-alaninyl]-L-phenylglycine wo-butyl 
ester 

iV-[AK3,5-Difluorophenylacetyl)-L-^ methyl 
, ester 

5 iV-[iV-(3,5-Diftuorophenylacetyl)-L^ 
methyl ester 

iV-tW-^S-Difluorophenyta^ 

iV-fW-0 ,5-difluorophenyte^ 
chlorobenzothiophen-2-yl)acetate methyl ester 

10 " " ■ iV-[AK3,5^ifluorophenylac^ 
yl)propionate rerr-butyl ester 

N-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-phenylglycinamide ten- 
butyl ester 

N-[N-(3 ,5^ifluorophenylacetyl)-L-alaninyl]-D-(thien-2-yl)glycinamide 

15 

AH^(3,4Hiichlorophenylacetyl)-L-^ 

iV-[iV--(3-chlorophenylacetyl)-L-alaninyl]-D-phenylglycinamide 
^.[iV-(3-bromophenylacetyl)-L-^aninyl]-D-phenylglycinamide 
//-[iV-(3-fluorophenylacetyl)-L-alaninyl]-D«phenylglycinamid^ 
20 iV-[A44-fluorophenylacetyl)-L-^ 
AT-[iV-(3-metfiylphenylacetyl)^^ 

//_[#-(4- me thylphenyia^ ' 
iV-[iV-(3-trifluorometh^^ 

^[iV-(3-methoxyphenylacetyl)-L-alaninyl]-D-phenylglydnar^ 
25 2V-[iV-(2^hlorophenylac^ 

^/-[iV-(i-naphthylacetyl)-L-alaninyl]-D-phenylglycinamide 
jV_[AL(2-naphthylacetyl)-L-alaninyl]-D-phenylglycinamide 
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iV-[iV-(phenyIac e tyl)-L-aIaninyl]-D-phenylglycinamide 

iV'-C^(3 ( 5-difluorophenylace£yI)-D-aIaninyl]-D-pheny^ - 
^^-(3,4-diHuorophenyIacetyl)-D-aIaninyl]-D^ 

iV'.[iy-(3 ,5^iflu 0 rophenylacetyl)-L-alaninyl]-L-phenylalaniii-N- 
methylsulfonamide 

^HiV-(3,5-difluorophenyIacetyl)-L^metMoninyl]-L^ 

iV'M-fluorobenzyl-iV^^^S.S-difluorophenylacetyO-L-alaninyll-L- 
phenylglycinamide 

iV'-[iV-(3 5-difluorophenylacetyl)-L-alaninyl]-L-(4-nuoro)phenylglycine 
neopentyl ester . J 5 J 

iV-[A^-(2 > 3,4,5,6-pentafluorophenylacetyl)-L-aIaninyl]-L-(pvrid-3- 
yl)glycine methyl ester 

^-(3,5-difluorophenylace^^ 
butyl ester 

iV-C/Z-P^-difluorophenylacetyO-L-CO-benzyOserinylJ-L-phenylglycine 
methyl ester J 

iV-[iV-(3,5-difluorophenylace^^ 

methyl ester 7 
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A4^-(3,5KiifluorophenylacetyO^ methyl 
ester 

^[W-(3,5^ifluorophenyIac^ 

iVMrmethylphenyl-^ 
phenylglycinamide 

iV^tetxahydrofurfuryi-// / -[//-(3 ,5-difluorophenylacetyl)-L-alaniiiyl]-L- 
phenylglycinamide 

'N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-4-fluorophenyl- 
glycinamide 

^'-[^-(S^-difluorophenylacetyO-L-methionyy-L-phenylglycinamide 

iV-[A^-(3,5-difluorophenylacetyl)-2-aminobutanoyl]-L-phenylglycin 

A^'-[A^(3,5-difluorophenylacetyl)-L-phenylglycinyl]-L-phenylglycinami 

iV-[N-(3,5-difluorophenylacetyl)-L-Yalinyl]-L-phenylglycina^ 

iV-[(R)-a-methylbenzyl]-W'-^ 
phenylglycinamide 

iV-[l-phenyl-2-oxo-3-methylbutan-l^ 
alaninamide 

iV-[ 1 -pheny i-2-oxo-propan- 1 -yl]-iV'-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

N-[l -phenyl-2-oxo-pentan- l-yl]-W-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

iV-[l-phenyl-2-oxo-2-phenylH2than^ 
alaninamide 

AHl-phenyl-2-oxo-butan-l-yl]-i^^ 
alaninamide 

iV-[l -phenyl-2-oxo-4-methylpentan- l-yl]-iV'-(3 ,5-difluorophenyl-acetyl)- 
L-alaninamide 

N'-[N-(3 ,5-difluorophenylacetyl)-L-alaninyl]-L-a-hydroxyphenylalanine -* 
methyl ester 
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^/"-[4-((2-hydroxy-4-a2ido)-phenyl)-NHC(0)-)butyl] N'-[N-(3,5- 
difluorophenylacetyl)-L-alaninyl]-L-phenylglycinamide • 

iV-[(S)-l-phenyl-2-oxo-2-phenyl-ethan-l-yl]-AT'-(3,5-difluorophenyl- 
acetyl)-L-alaninamide 

N'-[N-Q ,5-difluorophenyIacetyl)-L-alaninyl]-L-4-fluorophenylglycine 
rerr-butyl ester 

^'-[^-(34-difluorophenylacetyl)-L-alaninyl]-L^4-phenylphenylglycine 
rerr-butyl ester 

[iV-(3,5-difluorophenylacetyl)-L-aIaninyl]-L-(2,3-benzo[b]proline) methyl 
ester ■ ' ' . . 

N"-tert-butyl-N'-lN-(3 ,5-difluorophenyIacetyl)-L-alaninyI]-L-4-/z- 
butylphenylglycinamide 

A r ''-f€rf-butyl-i7'-[A^-(3 J 5Klinuorophenylacetyl)-L-alaninyl]-D,L-4- 
(phenylacetenyl)phenylglycinamide 

i^'-[iV-(3,5-difluorophenylacetyl)-L-alaninyl]-D,L-phenylglycinthioan^ 

N-[ 1 ,3-diphenyl-2-oxo-propan- 1 -yl]-iV"-(3 ,5-difluorophenylacetyl)-L- 
alaninamide 

N-[ l-phenyl-2-oxo-2-cyclopentylethan-l -yl]-iV'-(3 ,5- 
difluorophenylacetyl)-L-alaninamide 

iV-[l-phenyl-2-oxo-hexan-l-yl]-//'-(3,5-difluorophenylacetyl)-L- 
alaninamide 

^-[l-phenyl-2-oxo-3-methyIpentan-l-yl]-iV'-(3,5-difluorophenylacetyl)-L- 
alaninarnide 

iV"-/i-hexyl-6-biotinamidyl-iV'-[iV-(34^ 
D,L-phenylgIycinthioamide 

^'-[^-(S^-difluorophenylacetyO-L-methioninyO-L-metmonine 

iV'-[iV'-(2-fe/r-BOC-amino)propionyl)-L-alaninyl]-L-phenylglycine methyl 
ester 

iV'-fm-butyl N'-[X-(3 ,5-difiuorophenylacetyl)-L-alaninyl]-L-2- 
fluorophenylglycinamide 
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*HiV-(3,5-difluorophen^ 

iV-[(S)-l-phenyl-2-oxo-3-phenylpropan-l-yl]-Ar'-(3 5- 
difluorophenylacetyl)-L-alaninamide 

T" C ^ ( ^ 5 : difluOr0phenylaM ^ l) - D ' L -^ en -3-y^yciiiyl]-DL-2- 
phenylglycine . 3 1 ' 

N'-iN-p (,5^fluorophenylac^tyI)-D;L-thien-3-ylglycinyl]-D L-2- 
phenylglycuie ten-butyl ester ' 

*W3,5^ifluorophenyIacetyl)^^ 
W-hydroxy-l-^ 

phenylglycinyl]-L-alaninamide > 
tf-P-hy^oxyeth-l-yl]^ 

phenylglycmamide J J 

[/V-(2 > 5-dichIorophenoxyacetyl)-L-alaninyl]-L-phenylglycine methyl ester 

[iV-(3,5-difluorophenoxyacetyl)-L-aIaninyl]-L-phenyIglycine methyl ester 

[//-(S^-dichlorothiophenoxyacetyO-L-alaninyq-L-phenylglycine methyl 
ester 

[iV<3-aniinoproprionyl)-L-alaninyl]-L-phenylglycine/m-butyl ester; and 

[^K3-^/T-butoxycarbonylamino)propionyl)-L-aIaninyl]-L-phenylglvcine 
ten-butyl ester. 



